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^nr^JS^OJ: $ &»Miafe£^U R 8 (i±ffi (b) -C56lfe$ tUc t is 19 

(n) D**^*^-C*l9, Btf&mttiitWLl&m*'?*}*), R J * s -0R 5 Sr| 
U R 4 **C H 2 A r 2 (XI I I C) 



cDlk-frm (iit, B' fiifeSf i £{i$^JK^£^U R\ R 5 £; J: a r 2 ^ 

ft^S 1 "C 56113*1*: fcj3 ±|B (j) flfctf. (XI) CO 

docta'icom^ (I) <Dik&m*. sfcfcii^tffa; (I) colt: 

XBisitf/Sfc lis* (i) ^b^co^stins^nrf^^^ 



[ftio] 




(XfflC) 
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[WMM l 2 ] W$iM l - 9 o^-fft^ l M^fcMZ titctf: ( I ) <oik-& 

cost ( i ) <Dit&m, &&^te^<DmmmKg&ajm%m.t tztemimnmo 

[»^« 1 5 ] m^m i ~ 9 co^rtL^ i MKtm^ ( i ) <D^m, 
-r&i*i£^tr, &^«m^&, Too 

[If }£S 1 6 ] m^M 1 ~ 9 <7>^-ftlfr 1 Jg^fflfc^St ( I ) <?)1k-£rm. 
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mm mm* mm] 

[000 1 ] 

^^mit, ^^je^k'on-, fx;-, -£J:tFfc: 5Vn- [3, 

4-d] eu^yy, «p>£im-!-£ifs. ^ttt^^i-^^^^M^ 

[ 0 0 0 2 ] 

Ml^oT, (I) <7>ft^«J 

[ 0 0 0 3 ] 

[ft 1 1 ] 




(i:?, BttCHgSfcfiMfg (N) , M (S) *>fcHt«$ (0) 
L ; DtiKf (C) i fcte^ (N) ET-^^L ; E tic R 3 ^t (N 

EfiC R 3 S-C* 19 > fLTD^IISraif^ Bf±C HS-C&V) , *^ 

R J ^-e^i9 ; R 1 fi N R ' R' ' S (liT'R' liTkMW^ttzHCi-CeTfr 

^r^S^^L> R' ' »±Ci -Ce r;v3r;vS£^U *>*v>fiR' ^-t^R' ' 
Ci - c 6 r;v^;v, Ci-c.r^a + v, d - - t;v^jv^-^ 

•/Ci-Cj-7J^JK Ci-Ci—>^n7MJl't*^Ci-Ci-7M)l', 
Cj-C 6 7jv^^jK Cj-Czy^nTJV^rK C 3 -C 5 y^n7JV 
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l KiB CTCi - Ce7;vn^ v'S-e^Jfe 3 tifc C 2 - C a 7 jv^ ;vS 

; R 3 l±&mM?-&Z>^teX-R 5 t/zltX-A r l S^^L ; XJi-O- 
> S (0) n, SO2N (R 6 ) ifct±C (=0) N (R 6 ) £^L; nliO, IS 
fcJ4 2-eafe«9 ; R 5 f*#gKlSDT®&3 *Lfc7MA/i £ {4TJV^r~;V^£^ 
-T^N 44^li^?)i:X^S02N (R 6 ) ifct±C (=0) N (R 6 ) *&-rm 

»3*Lfc 3-7 *^3&5£^£?l2fi£L# : A r 1 Ji^St-lB DTtH? frfc 7 * 
-Jl/SfctifcT 'J yJl^I^iL ; R e (4zlc^^T-^ Ci-C«7JV^JV£^U £ 
fi±ffl-e5E££3 ttfcR 5 *l ; R'iiCHR 7 A r 2 St^(iA r 3 ^^L, 

3^CD* , ^3II? : *$t*^ R 4 tiC (0) Ar 2 S^cliCR 7 (OH) A 
r 2 ^£^L ; A r 2 it'&^KmC-Zn&Z 7 V -JV* fctt^fnr'J - JV 

*^^L;Ar 3 {4, ftlftl^Mi:^CTlI?WI?)7-bt7T^^ 1 -4* 

&Z>^lt^<r>M¥m^'g: # ¥ 61 & 4 li «f n % * 1" 4 

o 

[ 0 0 0 4 ] 
[ 0 0 0 5 ] 

L < (iCi -C4 7;v*;v£^U R' ' gf*Ci-C«7;v*JK Kf$L<liCi 
-C47M;V$:^t!j\ R' i3ct?7R' ' a^ttf>^fe^LTV^g^JIT-t 

-C 6 , ffiL<{iCB-Ci7JV^^S (Witf, 7at")K ^f77nt"jK 7' 
f-frttzftj V7f*) , Ci-C 6 7JV3^r^S (flfl&WN n*"A ^b^r-> 
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, -futf*^^ ^y^n^^ry, fY*^, is fcfi^* v*>0 . C 

i-C 3 -t;v^;^3t^Ci-C 3 -t;v^^ (efl&tf, -CH2-O-CH3) , 
Cj-C.->^n7MJl't^->Ci-Ci-TMJl' (Wilf, -CH2-O- 
y^n^nt>, -CH 2 -0-y^nrf j^fcl±-CH 2 -0-y^n^yf 
jv) , C* -c. TJV^-ivfi (Wx.tf, T'n^^.jvf tl±^f-JV) , 

, n tz\t=s? u^y^f-)V) , c 3 -C s y^nrMJ^f;vS (AO 

) SfcliCs-Cz, jj£ L< liC.-C.V^nr^-^ (Wx.tf, l#m_h 

, R'S^H 1 RMM^itt ^ > »)#fcv> 0 
[ 0 0 0 6 ] 

R 2 fi^;i^, 4 fcli lte&n£i&Sfc)£CTCi-Ce, 0*L<J4, Ci- 
C 4 7^3^vS (f!)x.fi\ ^f^y, if^ry, T'n^iv, >f VT'n^^y 
, 7fJfy^:^77f^y) CJ: o TgJ& 3 C 2 - C • , #f g L < fi> C2 
-C4 TJV^;vS*^i- 0 tfcoT, 7iV3^rytiB s ttt^^, iatiSS 

signer k Ejg^ l t ^* e^jiu^ » t m&-r & o 

[ 0 0 0 7 ] 

R 3 \±&%fc^t fcttX - R 5 ifc|±X-A r'l^lto 
[ 0 0 0 8 ] 

XWt-0-, S (0) n (iit, ntiO, I*fcli2-C*4) , SO2N (R 
6 ) SfcWtC (=0) NR f M|to £f£L<{4, XI4-0-, S (0) „i ( 
rtf, n(±0, lffcti 2"?**) ffctiC (=0) NR'i^ito 
[ 0 0 0 9 ] 

R 5 S K Cfc Ctft $ r ;v^r ju & tz i± r - )v^* ^ u & i> ^ 
l±3 fcKXi&'S O2N (R 6 ) ifcliC (=0) N (R 6 ) R 5 ^J:^ 
R 6 (i, ^^^^^i-^m^Jg^-t-M^^oT, iK^^jSCTS^Sitfc 3 
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i<^r;v+;vStiSf 4 L < f4 2 ~ 1 01EU 2 ~ bm^RMW,^-*^ 
U R s C C5 D t tf ? ti/: 7 ^ ^ ^ JH ^ it^^, ^<DT)Vr~)V^ 

\±U 4 L < ti 3 - 1 0#> #1- 3 ~ 6#cD^itJiC^£;#1-&o R 5 *t4^^ > 
4 £f4^y -jv^-^^^ffM L#&^ 0 TJV^JVf 7t {4t;v^t~jvX&& vm4 
ffi*5R^5R»±, K, T^y, ^7 7, t Fn^yJK Ci- 

C 6 7^3^-> (jfflKlt Ci-C4T;V3^y) „ Ci-C 6 7iV^)Vf^ ( 

04L<f4, Ci-CaTjv* , Ci-c 6 7;v^jv#;v*k~;v (5fiL< 
14, Ci - C4 t;v^jv* , Ci - C e r^a^fv* (0iL< 

J4. Ci - C4 7JV3^^/* , Cs-Cz^nr^^ (#f4L<(4, 

Ci-Cr^^nTJKJV) , (v) Ci-Ce7iV^^7^ (04L<{4, (v 
) ^f^7^ y 4 fcli (v) ai^;VT^y) , C 2 -C c 7y^7^y (04L< 
(4, C:-C4 7yJV7 5 7) , Ci-CiTM^^^T? K ($f$L<f4> 
Ci-C4 7;V+;VXJV*>7 5 K) , rf5tFn77-iK yt^V5-^ 

3aLT31^?^^, 04 L<f4l«± (M&tf, 1, 2, 3 4^(44^) co# 

JK ^Ky, y^JV-5^, y vyn^y*^;K — N H C (0 

o 

[0010] 

A r 1 f4^^HtSDTg$^?tt^y i-JVf fclitf U vJP^^^To Z<D7 j- 
-;v4 fcJitT U v;v^{4, ft^^y^K tKot^, C 2 -C 6 .04L<f4 
C 2 -C47yJV7^ 7, Ci-C 6 ,^f4L<(4Ci-C4T)V d r;vr^K\ Ci- 
Ci, 04 L< (4Ci - C4 7^^^*>75 KJ3 J:*/ (v) Ci-C, 04 

L<(4, Ci-C4TJV^rJvy«;vy 7€-f;v^f;iiLTli??tis, 04L<f4 

H@&± (W&tf, 1~4#) «li:J:oT|j|?tL#^o Ar 1 ^f404 
L < {4 \d u v ;v , # n 2 - tf U v £ 0 

[0011] 



(20) 001-525413 

R 4 liCHR 7 Ar 2 tf:liAr 3 ^iL, £ h K D WStMBLtt ^1"i§-&\ R 4 
i4C (0) Ar 2 J/;[iCR 7 (OH) Ar'l^lto R* 1404 L < 14 C H R 7 
Ar 2 , C (0) A r 2 4*:t4C R 7 (OH) Ar'Mlto 
[0012] 

R 7 fiCi-C4T;v^r;v^ £{4j^;p) , ttzit-m^t 

[0 0 13] 

A r* li&%KBZXW&2tl%& T 'J - )l> $ tz T n T 'J - JV^ £ gto 
ig-to&T 'J «t tfAfnr U -;v^?)M^f4. y^~/K ^y^/K n''Jy 
^y ij y y^y ij ^y^-'J v^;K y >y 'J :=.;v (c i n n o 

1 i ny 1) ■> y^yv-TK ^y^— ^y^V-JK ^-ai^;K ^y 

K'J ^F'J t'y^'J ;k >y~v/K -f 5 y"y*v tk ^yX^f 5 

^X'JUK ^r/f'JyJW f77'J;K ^ V V > 'J 7VJ J: 0 s > 'J 7V 
[0014] 

Ar 2 |li, AOyv (fllx_WN 7^lt> ^> ^*fctt3?£) > h'J7 

> Ci-C 6 > fff L<l±Ci-C47JK^K Ci-C 6l IHKIiCi-C^TJV 
3^7, (v) Ci-C, 04 L < t4Ci - C4 tjv^jvt 5 J , C 2 -C 6 , 04 
L< fi C 2 -C47y jvy^y. Ci-Ce, 0 4 L < (4 C i - C a T JV^r jvy > 
7 ^ h\ CONH- (Ci-Ce, 04 L< (4Ci-C4TJV*;v) tsXVCx-C* 

> JfiL< t4Ci -Ci 7i^* y*;^-^?,i4L"ClK? Hi&±> 
04 L< (4 1 ~4<S, #K 1 ~ 3 fi<Df tlt^f CTf t ? *i#*o 

[0015] 

04L<{4, Ar 2 J4, y^~JK t7fJK t''JyJK 3r y V ~ JV 4 CM 
^ ^Vt: 0 yJV^'Ci) *9 , £ *L t> li^n y , 77A h 'J y n y ^)V£> X 
CFCi-CT^a^rV 7 h^y) ^^4L"CI^$tLS 1 ~ 3t©f 
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[0016] 

Ar'ii, T-fe-T-^-r — >K -f > ¥ =- )V $ tz it 7 )V* V=- jp3££ % L> 
fi H@J*JL± («x.tf, 1-410) ^)||Ii:J:ot'i!-Ii;£tt|»^S^o 
ttt;?>«^Jd:A r 2 Offllfeafet IWT — - o 
[0017] 

2, 6-yHKD-2-^fjV-4- ( 2 - ^ f;V7*n t° jV) - 6- (1-^ 
-7^1x-;vp<^;v) -in-enn [3, 4-d] \£V 9"W - \ ^ 

2, 6-ytKn-2- (2-^ f^fyifJV) - 4- ( 2 - ;* ^-JV7°n if ;v 
) -6 - ( 1 -i-y 9 Is — fr* f-JW) -lH-tTnn [3, 4-d] 

- 1 - # > > 

2, 6-ytKn-7- [ (3-t Kn^^7'ni£jv) ^ * ] - 2 - ^ JV - 
4- (2-^f]V^nt")V) - 6- ( 1 7 9 U~)lsJ - lH-t'no 

[3, 4-d] ev/^V-l-^V, 

4 - | [2, 6-yHKn-2-^f^-4- ( 2 - ^ f^T' n if jv) - 6- 
( 1 9 -1-^V-lH-lfnn [3, 4-d] if U 9" 

2 , 6-yt K n — 7 — [ (3-t Kn^y7'nk"jV) ^JV7^JV] - 2 - 
y^;v-4- ( 2 - ^;^-7°n tf ;v) - 6- ( l -^7 * ^-jv) -1H 

-tfnn [3, 4-d] tf V > - 1 - * > , 

2, 6-yH Fn-7- [ ( 3 - t Fn^y7"n if jv) ^jwt^jl] -2-^ 
f-;V-4- (2->Wne^) -6- ( 1 - *T 7 9 V ~ )V J. ^ )V) -1H- 

tr n n [ 3 , 4 - d ] if u v v y - i - * y , 

2 - [1-tFn^y-l- ( 1 - ^ 7 V-JV) ^^JV] -5-.*^JV-7 

- ( 2 -jt f-JUzfu If ;v) ^a-y [2, 3-d] t°V^v^-4 (5H) 

5-^^;v-7- ( 2 -pt f JV7"n if ;v) -2- ( l - -f- "7 * V — )V 7. ^ jv) 
f-Jiy [2, 3-d] f'J^y>-4 (5H) 

3- [ ( 3 - t Kn^i/^a if ;v) ^:fr] - 5 -^/l"- 7 - (2-^^-JV7° 
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nb?;v) -2- ( 1 -j~y 9 V~)Vy ^-x^y [2, 3-d] 

4 ( 5 H ) - # > . 

5-^tf-;v-7- ( 2 - y f jvyo - 2- ( l -~ry 9 v—^idv^— 
jV) *hz-J [2, 3-d] t: i ;^v>-4 (5H) 

3- [ (3-t KD^y-/Df^) ^;v^^^;v] - 5-^^-7 - (2- 
^•^;v^ntf;p) -2 - ( 1 - ± V 9 V — ivy *f- )V) <5~z-J [2, 3-d] tf 'J 
^v>- 4 (5 H) 

4- | [4, 5-ytFn-5-^f-^-7- (2 - ^f JVT'nifjv) - 2- 
( 1 -^"7 ? - 4-*^yfxy [2, 3-d] t Dl J^v>-3 

5- ^^;v-7- ivynfji) -2- ( 1 -^7 ^ V — 

-3- (2-t°'Jy^^ft) [2, 3-d] \£')9'"Jy-A (5H) - 

4- >, 

3- [ x;v*^jv] - 5-^-^;v-7- (2-^ 

f-jv^nt"^) - 2- ( l -t7 9 V~)\>y. ^-juy [2, 3-d] ^ 9 
v y - 4 ( 5 H ) - * > > 

2- [l-HKD^fy-l-7x^;V^f JV] -5-^^;V-7- ( 2 - ;* 
;V7*nt?;v) f-^y [2, 3-d] trv^v^-4 (5H) 

5-^^;w-7- ( 2 - y -3-)vy*u - 2 - 7 ^ -;vy -j-)V-3-x.y [2, 
3-d] t"'Jfy>-4 (5H) -*y, 

3- [ (3-nFn^-/7nt'ji) ^-^-] - 5 - y^-)V- 7 - (2-^^-JV7° 
nt:;v) - 2 - "7 ^ ~;Vpt ^;y^^y [2, 3-d] t:U^v>-4 (5H) - 

;t y, 

3- [ (3-tFn^y7 , nh"jV) ^;Vj^;V] -5-^^-7- (2-^ 
f-;V7*n -2-7x-JWf Jlfx; [2, 3-d] \*V 7VV - ± (5 

H) 

2, 6-y^ ;v-4- ( 2 -y f;v7*n ti ;v) -6-7^ — ;v 

^fJV-lH-fnn [3, 4 - d ] t: U ? v > - 1 - # > , 

2, 6-ytFn-2-^fiV-4 - (2 - ^f-^7°nt 0 ji/) -6-7^ — 
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*<f-Jl'-7- ( 2 - if T J - lH-tfnn [3, 4-d] tfU^vV 

- 1 - * > , 

2, 6-7tFn-7- [ (3 - Kn 3r ->:/u if JV) ^tf] - 2 -^t^-jv- 
4- - 6 - y'^ — Jl/.^JV- 1 H- tfnn [3, 4-d 

1 try i 

2, 6-yKKn-2-^f^-4 - (2 -^f JV^nt"^) - 6- (3, 4 
, 5 - b U * y ^y7x^;v) ^fJHlH-t'on [3, 4-d] tf'j^vV 

- 1 - # > , 

2, 6-yt jv-6- ( l -^7^ - 4- (1 

-;>t 7^-lH-t'nn [3, 4-d] If T J ?V > - 1 > , 

2, 6-yi:f f D-2-^ffl'-4- (2-^f^7°nt"jV) -6 - ( 4 - if 

p<^;v-lH-tfnn [3, 4-d] If 'J ? V y - 1 - * ^ , 
6 - (2 -^nn7x-^) ^^;V-2, 6-yt Kn-2-^f)u-4 - ( 

2 -^^-JV7*n tf;v) - lH-tfnn [3, 4-d] tf 'J ^ W - 1 - :t > „ 
6- (3, 5-^7^071-^) ^^-JV-2, 6-ytFn-2-^fJV 

-4- - lH-tfnn [3, 4-d] tf'J^i/>-l- 

* >^ 

6- (2-^nn-6-7iHn7x^)P) yt^;v-2, 6-ytFn-2- 
^^ ;v _ 4 _ ( 2 fjv7"n tf ;v) -lH-vfnn [3, 4-d] tf'j^v> 

- 1 - * > , 

6 - (3-;nn-2-7*tn7x^jl/) ;*^;v-2, 6-vt:Kn-2- 
pi^;V-4- ( 2 -y? ^;V7°n tf;v) -lH-tfnn [3, 4-d] Vf'J^^V 

- 1 - # > , 

2, 6-yHFn-2-^f)V-4- ( 2 - * *%/~fu tf JV) - 6- ( 2 - 3r 

- lH-tfnn [3, 4-d] tf V $r v > - l - jj- y , 
2, 6-yt KD-2-^f ;V-4- ( 2 - f-;V7°n tf ;V) - 6- (2-h 
'J7ivtn^f^7x-ji) ^ <?-)V- 1 H- tf nn [3, 4-d] \ZVV~jy- 

i-*y, 

2, 6-yt Kn-6- (2->f [1, 2 -a] if'J^-JV) y^JV- 
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2-^^-;V-4- ( 2 -;* f-;V7"n - lH-tfnn [3, 4-d] t; y ^ 

v > - 1 - ;t >\ 

2, 6-7tFn-N- [3- (1 — 1 H—4 ^^V'J JV) :/nfc?;v] - 2- 
^^ ;v _4_ ( 2 -pi ^ivy'v t: - 1 - ir * V - 6 - 7 j. )V y. f- ;v- 1 H 
-k"nn [3, 4-d] t? 9 ¥V > - 1 - ir > - 5 - # JV^^r v T 5 K\ 

2, 5-yKKn-5-^f^-7- (2 -^f JV^nt"^) - 2- (1-^ 
y ? V~)Vy -4H-f7V*n [3, 4-d] \£ V ^ v > - 4 - 4- > > 

2, 6-ytFD-6-^f)V-4- (2 - ^f JV^nt'jV) - 2- (1-^ 
-7H-^5*/n [3, 4-d] \£VW2/-7-*>* 

2 , 5 -y t K n — 3 — [ ( 3 - K n ^ */ y° n tf ;v) -f- ] - 5 - ^ ;v - 
7- (2-^f;V7'ofjV) - 2- ( 1 -^7 9 V~)V*^)V) - 4 H - k° 7 "/ 

n [ 3 , 4 - d ] tr y ^ v > - 4 - * y , 

2- [1-tFn^y-l- (l-t7^^JI/) - 5-^^jv-7 

- (2-^f-JV7*nf^) 7D [2, 3-d] (5H) ir > , 

5 - Jf-n*- 7 - ( 2 -f-)vyu - 2- ( i -^y^ v—ivy.^-^) 

7n [2, 3-d] t:';^v>-4 (5H) 

2 - [1-HFn^y-l- (3-y7/7x^jv) y^;v] -5-;*^JV- 
7- (2-^f^7nt"jl) [2, 3-d] (5H) 

> 

2- (3-yr/7x-;V) pt 5 - p» ^ JV- 7 - (2 - ptf JV7*ni:jV 

) yu [2, 3-d] H°'J^v>-4 (5H) 

2- (2 - F U 7Wn^fjV7i-iV) pt ^JV- 5 -* ^JU- 7 - (2-> 
fiV7nt';v) fxy [2, 3-d] t° T J^v>-4 (5H) 

2- [ (l-tFn^y-l-k , 'Jy>-3-4'JV) p<^;v] 
7- (2-^f;v7of;v) [2, 3-d] H°';^v>-4 (5H) -ir 

>t Fu^n'J 

5-^^;v-7- (2-^f;v7nt';v) - 2- ( 3 - t: 'J ^-;v^f ^-jv) 

[2, 3-d] t°'J^y>-4 (5H) - it > , 
2 - (2-^on-6-7JV^n7x^.jV) y^-;^-5-y^-;v-7 - (2- 
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^f;i/^nt';v) i-scy [2, 3-d] fJ^v>-4 (5H) -*>\ 

2 - [ (l-tFn^y-l-^y , J>-3-^i') y^-JV] -5-yf-JV- 
7- (2 - ^f jV7°nk°jV) f-x.y [2, 3-d] H°V^v>-4 (5H) 

5-y^;v-7- - 2- (3-^/'J-JMfJV) 

x.y [2, 3-d] t:V^v>-4 (5H) Fn^O'J F, 

2- (3-^no7x^) y^-3- (2-HKn^yxF^y) -7- 
(n^y^fJV) - 5-^f)Vfxy [2, 3-d] E°'Jfy>-4 (5H) 
>■» 

2- [ (3 - ? o d 7i—)V) yf^V] -7-y^OA^ y ;v-3- (2-t: 
FD^-yxF^y) - [2, 3~d] (5H) 

2- [ (3-?nn7xxji) y^JV] -3 - (2 - t Fn^yx F^y) - 
5-^f-JH7-7xxjifx; [2, 3-d] t°'J^v>-4 (5H) 

2- [ ( 3 - ? n n 7xxjv) yf-;v] - 7 -1*9 n^>^;v- 3 - ( 2 - t 
Fn^fyxF^y) - 5 - *<f-fr*f-3-J [2, 3-d] (5H) 

7 _^n:/nt:jvy^-;v-3-y h3^-5-y^;v-2- [ (3-F'J7 
jVtn^f;V7xxjv) y^;V] ^y [2, 3-d] (5H) 

— * >\ 

7->-yn:/nt:jvy^;v-5-y^;V-3 - [2 - (y-y~yv^) xF^y 
] -2- [ (3 - h T J 7Wn^ y^-jv] ^-jE.y [2, 3-d] 

tT'J 4 (5 H) 

7-y^D7*nii;Vp(f ;v-3- ( 2 - y F^yxF^y) - 5- ^^JV-2 

- [ f3-F , J7^^o^f)V7xxjV) y-^jv] f-x-y [2, 3-d] t°'J^ 
V > - 4 ( 5 H ) - * > , 

3- y^n^yf-jV^ F^y-7-y^n7°nt°jV^f JV-2- 
[ (3-F'J7^tn^fjV7xxji) y^-;i/J ^-^y [2, 3-d] tfVy'v 



001-525413 



y- 4 ( 5 h) y, 

7-v'^n7 p ot;jVp<f-;i/-5-p<'f-;v-3 - (f f?K KD7?>-2->f 
;w - 2 - [ (3 - MJ 7;v^-ny f;v7x^;v) y^-;v] fxy [2 

, 3 - d ] t: 'J V ~Jy — A ( 5 H ) - * > , 

7 - ->$r n tf jv^ f-jv- 3 - (3 - t: Kn 3 - * J-)V- ~f Y 

-5-^f-;V-2- [ (3-h'J7Wn^fjl/7x^Jl) ^■f-JV] f-J-y [2 
, 3-d] tiV^v>-4 (5H) 

N- |3 - [7-^^07 , nt I JV^f JV-5-^f^-4-t^rV-2- [ ( 
3 - h V 7)V*uj y^;v] -4, 5-yt Fnfx; [2, 3 

-d] tf 'J 7W- 3 ->f JV] t^y7"nt'jH T-fcrhT^h% 

7 n:/n tf jvy 3 - ( [ 1 , 3 ] vt^rV 9 >- 4 h 3r 

V) - - [ (3 — h } ) 7*tn^f Jl7ix)V) y^JP] f-x; 

[2, 3-d] (5H) 

7->/^n7*nt";v^f ;v-5-^f ;v-3- (4 v^>f-;v) 
-2- [ (3-f'J7^n^fjV7xx^) y?-;v] [2, 3-d] fcT 

u^v>-4 (5H) -*y, z&^-r&o 

[0018] 

(a) Xri*S (0) n £^U n^*ll^li2t^Si^ — ^ (II) 

[0019] 
[it 1 2 ] 




(27) 001-525413 

<Dik&m (ii-e, R^liS-R'SfctiS-Ar^^U B. D> R\ R\ 
R\ R s £ it^A r l li*WiWl#ft 1 Jei*(rt-5feSI**i'fci:**)T*4) Jg*<7) 
JfiSJfcBMtoSI (Wx.tf, 3 -9 nn^;^*->^ifiS 'J ^ A^;v*3r 
y€/XJV7x-f (MI TOXONEJ t Ltf I? jtTV^) ) & <£ Zf^M^O 

mfh-f&xfM ; tfzii 

(b) X**S (O) „££U n^ s 0-e^^^> *t)£-*-*5£ (I) <Diti?m ( 
tt-C, E!±CR s -e$,^ R 3 f±7jc|fJKT-^&&) Sr, 'Jf ^AyMV^nifjl 
T ^ F (LDA) ct)#^ET> - 7 8T?~JIBfiJ^ (2 0 *C) "C, — jR^ (III 
) . R 8 - S - S -R*<Dit&m CiT, M^^S R 8 fiff IS K5e*S ti7tR 5 t 
fcliA r 1 Sr^i") > *iz.\±—1B& (IV) , L - S - R s <Dlt-&m L 

(c) X^SOzN (R 6 ) — 85*; (V) 

[ 0 0 2 0 ] 

Mb i 3 ] 




(Dit&m (ii-c, L' li^oy^jg^ (Wx.tf, «) <a <fc ? fcflfcf5£^£^L 
, B> D> R\ R 2 £ J:l/R 4 JiJilE"C5ii6?*tfcfc*l9"C2b4) Mx-ifR 
BMCfR^ > U ? ATfcfFffc 1 * 1 "^ — fet (VI) , H N R 6 R 8 (Oik&tfa (CitR 

(d) X^C ( = 0) N (R 6 ) (VII) 



(28) 
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[ 0 0 2 1 ] 



m 1 4 ] 




(vn) 



t£ >9 "C^S) y^f-Wil/Ar? V<7)£ 7 %mMCDj?feT-^CO, 1- (3 

(e) D^R^M^-e^, 19 , E^CR 3 T$,^ R 3 jtodCSgJK^-P* «9 > *3<t?>'R 
4 ^"C H (OH) A r z T2fe;&i&#, -*£5t (VIII) 
[ 0 0 2 2 ] 



£) 'Jf ^AyMV/nt^V7^ K?)ttT, - 7 8 t;~)^HfiJK (2 0t: 

) -e> -tffcft (ix) , Ar 2 CHO^-fb^% (ii-c, a r 2 »i#K*ffl#*&ilfr 



Kb 1 5 ] 




o 



(29) 001-525413 

(f) vtfRMW^-e&n , e^cr 3 -c&^k R 3 ^zkltJET"C& n . teZVR 

4 ^'CHR 7 Ar 2 ^l>l^ *fSS1-&5£ (I) <?>tt&m R 4 fiCR 7 
(OH) Ar 2 (f!lx.tf±fE (e) -CDSi£$fr&) -C&&) h'Jif JV->7 

(g) D^MfJl^l!), E^CR 3 -C&19, R 3 ^7X^MT-T^^, £ J: 0 s ; R 
4 ^C (0) Ar 2 ~e&£l§i^ ttJBT&m (I) £>fb#l& (iit, R 4 JiCH 

(oh) Ar 2 (^!ix.«\ M^>Jf>m% v ^a^#^t> Jiie (e) -eims 

(h) D^R^M^-e^i9 , E^CR J t*t), R 3 ^^JT^-C* *» . R 4 ^~C 
R 7 (OH) Ar 2 "C*l9, is «t ^R 7 i - C 4 T ;V^r JPS"Cab* fcN£T 

(i) <Dit&® (i^-eR 4 (±±ie (g) -efiMstL&c (0) Ar 2 -c&& 

* (ffOx_tf, Ci-C4T;V^;V7^^v7A^7-f K<7)J: v&Grignard 
MS) fcKJEE?S*&Xjg ; 4 tz\± 

(i) D^R^Jg^-e^, 19 , E^CR 3 T$,^ R 3 ^7X^lTs^-e^> V) , *J:0«R 
4 ^Ar 3 ©m, #W*B«*&im-5e3l3:Jtfc5£ (VIII) Oft#J»fc, V * 
9AvMvynt>7? K*J:o f jK*5f^JKCT-feiJ ^ a (ill) ? n <; vcofc 
|ET, - 7 8 tJ-JSHiBg? ( 2 0 *C) T\ 2-^>//>, 9 

(j) D^S^^-e* 19 , B^CHT**), EKR ! t^^ dsiO'R 3 ^ 

^JfT-c& -*£5t (x) 

[ 0 0 2 3 ] 
[ft 1 6 ] 



(30) 
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o 



o. 




(X) 



tolk^m (iiT, R 9 \tT fr*)^ (M*.!*;* *f*K><0 «fc o ifirCi - C« tjv^;v 
9&«<7>#:fcT\ «^ftTT\ (XI) , R 2 NHNH 2 cO-fE^% (£ 

i-eR 2 fitfria^^b7tt*»9-e*^) tfcmz^&nm ; ttz\± 

(XII) 

[ 0 0 2 4 ] 



j: *> %mm<vft&T, wm&ftT-c, mmK^m^^t^ (xn ©M^tE 

(1) D^SK^T*'?, B**S3R^"C*»3, E^CR 3 -C^>19. isJi^R 3 
**7lCfSflS^-C*4»^ (XIII) 
[ 0 0 2 5 ] 



[fU 7 ] 




(31) 9#»2 001-525413 

m 1 8 ] 




<t ? ^if <7)#tT, M^#T"C\ mfE^5E*?tL^^: (xi) <Dft&mtfc 

(m) Xfr-0-T$>2>m&, (X I I I A) 

[ 0 0 2 6 ] 




(Oik&ty B, D, R\ R'^i^R'fi^H^fflS^J^Hir^^^tL^ 

i: *3 «9 (X I I I B) , R 8 - L' ' <Dit&to (tif, L 

£) ; is J: 0 s 

(n) D*^3!S^"C**?, B«fifclif|Sf^^ R 3 ^-OR 5 £f 
L> R 4 ^C H2 A r 2 (X I I I C) 

[ 0 0 2 7 ] 



(32) 
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[ft2 0] 




<Dit&m (iit, B' Mlli ^fiMMd^^L. R\ R 5 & XV s A r 2 (4 
T\ »aE*#T-C^ 11i[&K<&&Xinti& l (XI) ^k^»t£ttB3-&*X^ ; £ 
£<zM&, 'MOSCTS; (i) (Dlt&m*. ZtDKMAsttt (I) (Dft&mK 

[ 0 0 2 8 ] 

^ (V) (TMb^uni, E^CR'-ei^R'^W^^^ (i) (oikte® 
Sr. — t«f i3 J; ^'J f ^ A y 7'n jvt 3 Kfc t 4>K, - 7 8 tTEStS 
3*, »^ («ittf, */tt/y?nn^ ^ 

o 

[ 0 0 2 9 ] 

S (VI I) Olt^tJfi, E^ S C R 3 -C^, «9 R 3 ^zKpgS^-C^^^ (I) <Ott> 
[ 0 0 3 0 ] 

(x) (-Mb-M&ii, R 1 ^ =t ^R 9 ^_hffi(7? «t v Kfcmz *i£-h&5£, 

[ 0 0 3 1 ] 
lit 2 1 ] 



(33) 
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o. 



o 



o 



(XIV) 



[ 0 0 3 2 ] 
Mb 2 2 ] 



(Dit^mt, 7 -7 Chilis «fc trr-fe b~ h 'J ;K^«t -5 ^S§J^M(?)#4TtElS 

[ 0 0 3 3 ] 

R'KHiAr'fi^^ (X) etfb^li, R 1 £ <£ R 9 ^i:f£ 

[ 0 0 3 4 ] 
[ft 2 3 ] 



CN 




SiMe 3 



(XV) 



(34) 
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o 



o. 




NH 



(XVI) 



<r>i\L&m*, 5t (XVI I) (Dik&m-CJb & , L' ' ' j&V»n $ 
g-e&*K A r 2 #VhffiK5S^£ A r 2 C Hz L ' ' ' tEK?«:ti: 



fJV*)VA7^ K (N a H/DMF) > CT 3 VitU V (K I ) <7> 

[ 0 0 3 5 ] 

j£ (xvi) ^fc;#J»ii, r 1 ^ «t zfr'&±m<v «t -5 as— 

[ 0 0 3 6 ] 
[ft2 4] 



[ 0 0 3 7 ] 

j£ (XI I) iSjO* (XI I I) <D^m<Dm^it, )2kT<DELj&X*-A (i 
R = R 10 ^R 11 ^^, *J . THFi'f h?tKD75>^U DMF^y 



R 




(xvm) 



(35) 9#»2 001-525413 

^f;v*jVAr?K^L, Ha 1 tf^ n y > W^&tf U T^Nte^l") 

[ 0 0 3 8 ] 
[ft 2 5 ] 




a; (xi i i a) <Dtt&m\t, &T<vKmx*-&K$t<oxmuztin& : 

[ 0 0 3 9 ] 
[ft 2 6 ] 



(36) 



9#»2 001-525413 




(x i i i o (oit&mte, &T<vKmx*-j>.K$tvTmnzti&z> : 

[ 0 0 4 0 ] 
[ft2 7] 




5* (I I I) , (IV), (VI). (VIII). (IX). (XI). ( 
XI I IB) , (XIV). (XV) isitf (XVI I I) <Di\L&m\$, TtJM? 



(37) 001-525413 

[ 0 0 4 1 ] 

^ (I) GMti-^fi, HTO£^JII£^ffl LT, (I) <Dit&mKfc 

lfe^*L#4o Witlf, R ! ^tKn^yfj|7iH^l (#!)x_i£, - (CHz) 3 
OH) £^lh£ (I) f 'J if ^7 ? > t nn^ ^ >©#ST 

W^^H-^^n5>f K (M s C 1 ) ^<D^k, yVf Jl'^JV 

g&7JV*;v& - (CH 2 ) 3 CN) £^T5£ (I) 

Mlio *§S>*Lfc3; (I) <?Mt:^{i> ^K, I'MftT<Of;vi>^th'J^ 

fiHTy'F (MesSnNs) t^Elfrta^ R'^rfyyjJUlTiH 

(I) ©ft^c? £>fc|stfc3;M§*o itL^ia'i^it 
TA l kj ^ rr;v^;vj *jj*U f LT THa U * s hn^>j £^TJilT 

[ 0 0 4 2 ] 
2 8 ] 



(38) 
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(39) 001-525413 

[ 0 0 4 3 ] 

Wfb^O^MiB J: Zfl&UW** [Protective Groups in 
Organic ChemistryJ J.W. F. McOmi el, Pie 

num Press ( 1 9 7 3 ) [Protective Groups 

in Organic S y n t h e s i sj ^2 fSu T. W. Greene 

joXZ/P. G. M. Wuts.Wi 1 ey-Intersc ience (199 

1) fc!Sft$*i& 0 
[ 0 0 4 4] 

$?iL<tiu mmm wz.&, wmu, iMitt, 9 mmm., y 

^)VMM, Ti/^fvifi, v'a^ai^ ;* 

[ 0 0 4 5 ] 

, 5£ (i) ^M^l^WfeJ; ra^iite#&t> 3 ft-^&fc-frtr*- 

[ 0 0 4 6 ] 

#MMW±mm, %hu s K&^'\±$LmJF±mmw (aids) <d (to) mkUK 

(1) (MM) Qi, Mlx-t*. &W£i«ftJi., TViH^'KI, flBWI, n 



(40) 001-525413 
^Mtt#2^*3 J: Wffifil (scrofoulous) #^^^^1" ; # 

> MHWis «t t>*ilt & it, MUSi^ J; cF#^pg Ittl^ ; 
( 2 ) (#£ J: ZfMffi) '^^f, -trn^^f-f ^Wratrr^E (5i Ett 

^#'l4^li5ife^J:CFv-f ^-#i£-^fr) , 7^ (B e h c e 

t' s disease), ^f^^^ J; ^^#'14®^^ ; 

(3) (&Jf) T h Vi-'imjfdfc, ^teS?Ji:&£s J: tHtilc^MteSJf ifc, 

(4 ) (HM) -b'JT'^fi (Coel iac disease) , IK, 

OT^ftiK, mmmmm, ?v~>m, mm^-xm^ mfrhmnxfmr 
i>±mmmr wv*~- K-nii, j^^j^m) ; 

(5) (l©»J:^#i«i) ^-M-fb^, i&MM^, m^im^ 

^Mi^ (AIDS) , ^ T ;-f^h-7*^, ^r#'f4-i- 1 ; -tv «¥#C 

h», liffii^ii, isms, ^n-ifits, ^mwna^i^, si 

(6) M, M, Bil), &Jt£ J: 0^ 
[ 0 0 4 7 ] 

[ 0 0 4 8 ] 

t£oT, #&Wtt> (I) <?Mb^, $7tfi^coii^imc^Wt&&^£ 
Ji v§M^tf £ , K if z> &m <Dtz&>K K £ v> x J^T k&Se?- & <t 

[ 0 0 4 9 ] 



(41) 001-525413 

m%m.ttz itmm^mcoitm & > mm k & u- £ mm <Dtz*b <o mm <om& k & ^ 

[ 0 0 5 0 ] 

5t (i) <Dik&m, t tii±^<Dm^mK^orm^m.t tzitmm^m^mm 

[ 0 0 5 1 ] 

7t ti * ^ ^ « k s§ art g £ & s ti $&«Mb^j» <r>mm i:t lt 

[ 0 0 5 2 ] 
[ 0 0 5 3 ] 

g#fc;i3V>Tteffl3;M£4>&*> 5* (I) (oit^m/^/wik^m ( 

fifcftfi, 05 L< 14, 0. 0 5%-9 9%Si (Si^-b>>) ©, i»)jf4 
L<(4, 0. 1 0 ~ 7 0 %M* CO ^'14^55- > 1- 9 9. 9 5 %M*<7>. «t«9j?i 
L< {4 3 0-9 9. 9 0 %E*<^ai^»-S#Brtl'5rT^aA^ #3K3W, f 

[ 0 0 5 4 ] 

#ot, ^isKfiife, ^ (i) <ofc&m, ttz\t^<r>m^m\^^t^m. 

[ 0 0 5 5 ] 



(42) 001-525413 

[ 0 0 5 6 ] 

^coBH-e ; &Z>^tei£MK)K (Mx.(i\ «#J, #7"~tr;K ->n^, nMStc 
[ 0 0 5 7 ] 

y7Aiao«?W 0 ffl^GC, MS, NMR, CDC Ij^^DMS 
Oli, Zti^fmfx?u*? hfvyj ®*4^tffe> M^*R§> ?no*)V 

[ 0 0 5 8 ] 

(*ifefll 1 ) 

(2, 6-ytFn-2-^f-^-4- ( 2 - J ~h)Py°u \£ ;v) - 6- ( 1 - 
^y *? v - ;wpt ^-JV) - lH-t'nn [3, 4-d] ii'J ^y^- \—%y) 
[ 0 0 5 9 ] 
Kb 2 9 ] 




a) (E) -^f ^6-^f-iV-4-t^y-2-Ay^yx- f 



(43) 001-525413 

- 2 < C-Cg^TK33V>Tti#L£te;7M 9 J - (1 2 0ml) 4 - ;* + 
)V- ¥ J y (25ml) Hit (10. 0ml) JK^iSiDLfco 

« Lfco ZK (10 0ml) *«j«L, f LT^tl^ 1 6H#W«£#L 

fco E£M^^«u #cK, v^^;v^-^jv-eaai (4 0) U 

> *& 1 0 % <e> 3 - -t^'ftft^lA L 1 - "^n * - 4 - ^ ^ jv - 2 - ^ > 
9 ; *>( n> (3 1 g) t lt#^ q gc/mc (ed i 7 8/ 1 8 0 ( 

M + ) o 

[ 0 0 6 0 ] 

h )VJ^y (3 0ml) $><d 1 --fu*:- a - - 2 - ^<y ? ; y (3 0 g 

) £ 5 frW K fc> £ *K 9 0 V T\ tezK h JH > (300ml) * <?? >* ;V ( f 'J 
7*^*^*5-'jr/) T4r^- h (1 1 2 g) <^il£#ffliSjfcfci!gJlI L fco 

^ET-fe-r- > (16ml) ^ffl^Tj&lL, * LT £ <DWL-&m* 9 0tT2S^ 

JL^L^V^^V-^nn^^y (l 0 : 1) £^T^nvh 
^*77^LT, ^r-f9^ h JVct)^ > x. 7- £ # >f i: (10. 2 g 

) o 

GC/M S (EI) 17 0 (M + ) , 113 (BP) 

1 H NMR (CDC 1 3 ) ; § 0 . 95 ( d , 6 H) , 2. 18 (m, 1H) , 
2. 50 ( d , 2H) , 3. 81 ( s , 3H) , 

6. 66 (d, 1H, J = 15. 9Hz), 7. 06 (d, 1 H, J = 1 5. 9 
H z ) o 

[ 0 0 6 1 ] 

b) ^i-)VA- (3-^f*-l-i^7^fJV) - lH-t'n-jl-3-* 
M&V* fJ^Jlt^y K (3 0ml) * J: /wn- -f ^ (3 0ml) 



(44) 001-525413 
<DU&m*<D, ±ffia) <D J: $ KMULtl (E) -p< ^JV6 -p< f-JV- 4 - * 3r 

y-2-^-7 p ^yji-h (log) 33 <fc (/^9 - I- ;vx>x;v*-;i/) y 
^v-/T^F (1 1. 5 g) c7)}§m£ 1 ^M^lfC, tiTl^v^teyXy-i-f- 
(90ml) ^T«#L7tzK*'fk^ h >J <7 A (2 . 7 5 g<?> 6 0 %^ 
<< fr&SkVB, 0. 0 6 8*^) Ki&bULfco 3 kfc 1 M.itT A 

Ixf-jv-^VA + f^ (2 : 3) nn7f^77 LT|# (3. 3 g) 

BkA : l 3 6t 

MS (+ve APCI) (M+H) + 210 

'H NMR (CDC 1 O ;<J0. 96 (d, 6H) , 2. 22 (m, 1 H) , 
2. 78 ( d , 2H) , 3. 83 ( s , 3H) , 7. 26 ( t , 1 H) , 7. 3 

7 ( t , 1H) , 8 . 8 (b r , 1H) , 

[ 0 0 6 2 ] 

c) - -1- (l-i*y¥U~)V 

- 1 H-bf n-;v- 3 h 
^^t>jft«lLfc, SiTtiiy^f JV*JVA7^ F (15ml) 
#L£, *fg<k^ b U -y A ( 0 . 4 2 g ^ 6 0 %#>f JV#tfe$K 0 . 0 105* 

jv) ±ieb) ^ie*cT) «t $ nKg Lfc* f-^ 4 - (3-^f^-i-t^y 

y^JV) - 1 H-tTn-jV- 3 -A )V^^r-yV~ h (2. 2 g) ^Lfo2 
OfrfcfcfcDi&illLfco 1 0^1, y^fJP*;i/A7? K (2 0ml) 
\Y>13 'JvA (0. Olg) feilF (l-t7^l'^) pt^JV^H^^f K ( 1 . 

8 5 g) zmuLtzo z<r>M&%)*4mm$twi„ %zko. 5M&m*Kmw. 

f LtffiSif;v*fflv>ti[liLfco ^i:7 7 4'7t+^i:Ii 

^v^**r> (i : 3) tyn-7f^7 7LTt4'jv^4i:/co iosj-w /uSr, 
y^nA^tv^f,»u MK^iin (2. 6g) 0 



(45) 001-525413 

Wk& : 8 1 ~ 8 2 *C 

MS (A PCI) 350 (M+ H) * 

l H NMR (CDC 1 O ; § 0. 94 (d, 6 H) , 2. 2 (m, 1 H) , 2 
. 76 ( d , 2 H ) > 3. 79 (s, 3H) , 5. 50 ( s , 2H) , 7. 17 

(d, 1 H, J = 2. 7Hz) , 7. 23 (d, 1 H, J = 2. 7Hz), 7. 
25 (m, 1H) , 7. 46 ( d d , 1H) , 7. 55 (m, 2H) , 7. 80 

(m, 1 H) > 7 . 9 5 (m, 2 H) o 
[ 0 0 6 3 ] 

d) 2, 6-ykFn-2-^f;V-4 - ( 2 - 2 ^ )V/n t: jv) -6- (1 
-i-y 9 v— ^ju) -iH-vfnn [3, 4-d] \ZWVy-\--%y 

3-9 J ~)V ( 1 5ml) _hl£c ) ^^V^Tfettl-^ «t n CHiL^^f 

jv4- ( 3 i -t^v -l - ( l -j-y 9 ^jv) - 

1 H - fcT n - JV - 3 - * JV ^> V - h ( 0 . 3 5 g ) *3 J: Cf^ K7v> 

(o. lomi) 1 6i$ra, fln&aaELfco 

x;^f V-Mf:o ioa'A^H&Sr, ftiifjk-^VA^fy (i : i) -e^ 
n7f^77LTlM4C, rtLSr?/^ o^-9->^fb#|± H H H LT, 2, 6- 
yt Kn-2-^fiV-4 - (2-^-f-;Vy r °ntf;v) - 6- (l-tf-^^U — ZW 
^ ^;v) -lH-t'nn [ 3 , 4 - d ] t: y ^"v y - 1 > ( 0 . 1 6 g ) * 

HA : l l 0 ~ 1 l 2 r 

MS (A PCI) 346 ( M + H ) + 

1 H NMR (CDC 1 O ; S 0. 94 (d, 6H) , 2. 11 (m, 1 H) > 
2. 53 (d, 2 H) , 3. 71 ( s , 3H) , 5. 73 ( s , 2 H) > 7. 0 
4 (d, 1 H, J = 2 . 1 H z) , 7. 22 (d, 1 H) , 7. 52 (d, 1 H 
, J = 2 . 1 H z) > 7. 53 (m, 3H) , 7. 83 (m, 1H) , 7. 91 
(m, 2 H) o 

[ 0 0 6 4 ] 



(46) 001-525413 

(2, 6-ykFo-2 - ^ JV) - 4 - (2-^f;vynt s 

;v) - 6- ( 1 -t7 * -lH-tfnn [3, 4-d] tT'J^y 

>- 1 

[ 0 0 6 5 ] 
[^3 0] 




a) 2, 6-yt F'n-4- ( 2 - ^ f ^7°n t° ;v) - 6- (l-^^^V- 

-lH-t'nn [3, 4-d] fcT 'J ?V > - 1 - * > 
Ji|e**^Jlc) K&^-cmMLtz X n KmMLtz^^-)V4 - (3-^^;V- 
l-i^v/f ;v) -1- (i-^-7^v-jv^^;p) - iH-tfn-;v-3- 
^JV^yWf (0. 3 5 g) K7v>^fl!| (0. 2ml) 

(10ml) tT2HM, mWLtzo Z. <V&BM&m*fcK%i g\ 

W h ;vcotf n-;v ( 0 . 2 2 g) ££Cfc 0 
HA : 1 8 3t 

MS (A PCI) 332 (M+ H) + 

*H NMR (CDC10 ; d 0. 9 5 (d, 6 H) , 2. 11 (m, 1 H) , 
2. 53 (d, 2H) , 5. 75 (s , 2 H) , 7. 10 (d, 1 H, 1 = 2. 
1Hz), 7. 26 (m, 1 H) , 7. 52 (d, 1 H, J=2. 1Hz), 7 
. 52 (m, 3 H) > 7. 82 (m, 1H) , 7. 92 (m, 2H) , 9. 08 
(b r , 1 H) o 
[ 0 0 6 6 ] 

b) 2, 6-ytFn-2- ( 2 - ^ h * 3/ -4 - (2-^^JVyn 
t°;v) - 6- ( 1 9 V ~ )\< * <?• )V) - lH-t'nn [3, 4-d] t: U ^ 
v > - 1 - * > 
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±IEa) i:ivTl!!Lfc2 ( 6-ykKn-4- iV/nfji) - 

6- ( 1 -±y 9 V=-)\s* f-JV) - lH-tfnn [3, 4 - d ] tT'J^^^-l 
( 0. 0 6 0 g) ^Lfo, JVfrhMffiLtifcmk^ Y U 7 A ( 
0. 0 2 0 gO6 0%t-f^», 0. 5 m&flnL, ^7jcv^f-;v 

;v (0. 0 4ml) fcjgflllU ^ LTKltSM^ 1 6 Bfr MtJ£# Lfco 2fefc, - 
c^RJSiS^* 0. 5M©tt8li:Sr, JVeffia} U £ ft&^9>r >"C 

W.*-^ - 4 y-x^ y (111) n v h ?yy L, 2 , 6 - Fn- 2 
- ( 2 h^rv^f-JP) -4- (2 -pt f-JP^n vf;v) -6- ( 1 - ^ 7 ^ V 
~;vy^-;v) - lH-k'nn [3, 4-d] tf y > - 1 > Cfc (0 
. 0 2 7 g) o 

: 9 6 ~ 9 8 *C 
MS (A PCI) 390 (M+ H) + 

X H NMR (CDC 1 3) ; 50. 94 (d, 6H) , 2. 11 (m, 1 H) > 
2. 53 ( d , 2H) , 3. 35 ( s , 3H) , 3. 75 (t, 2 H) > 4. 3 
2 (t, 2 H) , 5. 72 (s, 2 H) , 7. 02 (d, 1 H, J = 2 . 1Hz 
) , 7. 22 (d, 1 H) , 7. 54 (m, 4 H) ,7.82 (m, 1 H) , 7 
. 9 0 (m, 2 H) o 
[ 0 0 6 7 ] 

(2, 6-ytFn-7- [ ( 3 — t: Kn^y7"nh°jv) -2-^JV 
-4- (2-^f^7 J nt"jv) -6- ( 1 -i-y 9 v~)v* v-jit) -lH-fn 
n [3, 4 - d ] If U ¥ v > - 1 - * >) 
[ 0 0 6 8 ] 
Mb 3 1 ] 
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sfT-e - 7 8 r-e«#L^Mf h 7 t Kn 7 9 > (10ml) *ctx ±.m 
^MMM 1 KfB^S X 7 KMULtz 2 , 6-vtKo-2-^f)l-4- ( 
2 -^f-jV7"n t;;v) - 6- ( 1 - 7~ "7 ^ V~;v^< - lH-n'nn [3, 
4 - d ] k: *J ^ V V - 1 - * y ( 0 . 3 4 5 g ) * J: XI S - I 3 - [ ( 1 , 1 - 

~ h (0. 7 2 g) (J. Med. Chem. , 1995, 38, 2557) H 
, f b 7 t Fn 7 7 7 ') f" 7 A v 4" 7 7n t; jvj 5 F ( 0 . 3 9M, 5. 1 
ml) fc^iJALfco fft7>^- 

x.^jv-^ w (1 : 1 ) t^7^*7 7 U @#: ( ( 0 . 2 5 g) > 

MS (A PCI) 550 (M+H) + ) t LT 9 ^ h- )V<r>it^m<T> ? - */ ^ 'J - 
7f;vy^ 7^;w> V jvx-f iv^4Cfco 
[ 0 0 6 9 ] 

te7XT -tr fxfijjv (10ml) S# ( 0 . 2 5 g ) VfflfrmMftLK. 

, 4 0%?)7Mtt|» (0. 0 7ml) ^»L^z 0 1 6 B#^f^, ^^7X^7" 

T|#i:x;<*>- > Lfco r<7)H#*B^ffi^^Jv--< V^n^-9-> ( 3 : 2 ) "C 

, 6->'HFn-7- [ ( 3 - t Kn^y7o t°JV) f-^] -2-^;v-4- 
( 2 f-^V7'n bf ;v) -6 - ( 1 - 7" 7 9 -f-;v) -lH-tfnn [3 

, 4-d] ^w^Jy-i-^y (0. 1 7 g) ^4Df: 0 
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: 1 5 2t 
MS (A PCI) 436 (M+ H) * 

l H NMR (CDC 1 3) ; § 0. 90 (d, 6 H) , 1. 7 7 (M'/fJ'h 
, 2H) , 1. 98-2. 12 (m, 1H) , 2. 48 (d, 2H) , 3. 15 
( t , 2H) , 3. 75 ( s , 3H) , 3. 87-4. 01 (m, 3 H) ^ 5. 
97 ( s , 2H) , 6. 75 ( d , 1 H) , 7. 05 ( s , 1H) , 7. 39 ( 
d d , 1 H) > 7. 53-7. 61 (m, 2 H) > 7. 85 (d, 1 H) , 7. 
8 9 - 7. 9 5 (m, 2 H) 0 
[ 0 0 7 0 ] 

mmm 4 ) 

(4- I [2, 6-ytFn-2-^fJl-4 - ( 2 - pt ^;V7°n tf ;V) -6 
- ( 1 — 1 - t^rV - 1 H — tfnn [3, 4-d] tT 'J 

7 ;v] >M) 

[ 0 0 7 1 ] 

m 3 2 ] 




a) S- 13- [4-^^-;V-2, 6, 7 - > U * ^"9" fcf* n [2. 2. 2] 

^^t^f)V*^*iVT? F (15ml) 1 - (3-ynt7'nt'jl 

) _4_^^-jv-2, 6, 7-F'J^^f t'y^n [2, 2, 2] (T 
etrahedron Lett. 1983, 24, 5571) (9. 4 g ) is 
J: > ij x.^-jvt 3 > (5ml) FJVx>f *XJl*'/f (8 

. 5 g) £«U ^M^3HWU: 0 M*U f LT#t,*Lfc 

M^£MU fLTftlxf^tfc*iL, ^^-e 7 Jc-e^#L> lit h 'J 
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;V-CJ*#L, H#fc LTBJSfl^ife^X-r^ (8. Og) £#fc„ 
MS (A PCI) 359 (M+ H) + 

X H NMR (DMSO-de) ISO. 73 (s, 3H) , 1. 59 (m, 4H 
), 2 . 47 (s, 3H) , 2 . 99 (t, 2 H) ^ 3. 77 ( s , 6H) , 7 
. 4 8 (d, 2 H) > 7. 7 9 (d, 2 H) 0 
[ 0 0 7 2 ] 

b) * ^ )V 4 - I [2, 6-ytFo-2-^f;v-4- JV^ne 
;v) -6- {1 -±y 9 - 1 -tfy- 1 H-tfnn [3, 4- 

d] t: 'J jryy- 7 --^ JV] f-^S 7^>^^X-r^ 

f£*Sf f7tf*n7 7> (8ml) *e>, JifE^ttM 1 Kffi«<7>M «9 KWK 
L£2, 6->'tF0-2-^fJV-4- ( 2 - ^ ^ JV"7°n tT ;v) - 6- ( 1 - 
i-y ? v ~ ;w ^;v) -lH-tTnn [3, 4-d] t: y : > - l - * > (0 
. 3 4 5 g ) Zf±m<D a ) "CM LtiS- | 3 - [ 4 - ^ JV - 2 , 6, 7 
-fiJt^fH'^n [2, 2, 2 ] * 1 JV] 7"nn'jV| ^njvx 
y^^X^^^m^JV-r JV (0. 7 0 g) tiT> -7 8T3"C 

, f h7H Kn75>4 J ^'Jf ^AvM VT'nk'jVT? F (0. 3 9 M , 5 . 1 
ml) ^iTLto imm&, BkWL&m'f > <J ^ A7jt-M£«U f lt;^ 
M^M^fivtatBL, :^-c^9-f >-c»u lit h U ?A-cf£*ft 

¥MY>i£.% (methanolic hydrogen chloride) WM. 
*Ki§fl&U fit 1 6^Wti:i«M^^*>" h LT?iac*#jto :o 

l : 3) -C^m) Ciot, S5H'S:#S*R«Jt LTBlHS^^r-n/ (0. 24g) * 
MS (A PCI) 478 (M + H ) + 

1 H NMR (CDC h) , : S 3. 10 (t, 2H) > 3. 62 ( 

s, 3 H) > 3. 75 ( s , 3 H) > 5. 95 (s, 2 H) > 7. 02 ( s , 1 
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H) o 

[ 0 0 7 3 ] 

c) 4- \ [2, 6-vkFD-2-^f^-4- ( 2 - J )l< ~f n fc? IU) - 
6- ( 1 -^7 * V~)V* -1-i^v-lH-fnn [3, 4-d] fcT 

'J > - 7 --f ;v] ^-*! ?*? >m 

±ieb) ^iaitOifi«9 KiMftLfc;* 4 - I [2, 6-yHFn-2-^ 

j^nt'jv) -6- ( 1 -7^:7 ^ >?-;v) - 1 

^V-lH-t'nn [3, 4-d] tT 'J > - 7 -4 JV] 7?>fxx 
■rJV (0. 24 g) r f7tFn77^-*-^^/-JV (3 : 1 : 1) ^ 

-e, 3fl#M, Tk^hyfcBMt t ; f- * a (o. o 6 o g) t«#L^o 

WLx-f-fr-is? V\**ryfrb%*Mi<kZ^ti^ 4- | [2, KO-2 
-^^-;V-4- (2-^f ;V7"nt'jV) - 6- ( 1 - ^ V 9 V~ )V J ^ )V) -1 

-#*v- l H-fcTnn [3, 4-d] tT y 7 -4 ;v] 

( 0 . 0 7 5 g) 

: l 67t 
MS (A PCI) 464 (M+ H) + 

*H NMR (CDC10 :*0. 90 (d, 6 H) , 1. 86 (m, 2H) , 
2. 05 (m, 1 H) > 2. 49 (m, 2 H) , 2. 70 (t, 2 H) , 2. 8 
4 (t, 2H) , 3. 77 ( s , 3 H) > 6. 00 ( s , 2 H) > 6. 80 (d 
, 1H) , 7. 10 (s, 1H) , 7. 40 (t, 1H) , 7. 58 (m, 2H 
) , 7 . 8 5 - 7. 9 4 (m, 3 H) 0 
[ 0 0 7 4 ] 
(^Jfcfll 5 ) 

(2, 6-7HFn-7- [ ( 3 - K. K n * =, y'u t? ;v) ^*7^-iV] -2 
-p{^;v-4- ( 2 -pt ^;V7°n t:;v) - 6- ( 1 - ~T 7 9 U — )VJ J- ;v) -l 
H-tfnn [3, 4-d] ^Vls - \ - (A) ;feJ:0*2 t 6-ytFn 
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-7- [ (3-kKn^y7'nfjV) - 2-^^;V-4- (2-^ 

^;i^7°Dtf;i/) - 6- ( 1 -^7 ^ - lH-tfnn [3, 4-d 

] tf U ^*v>- 1 (B) ) 

[ 0 0 7 5 ] 
[ft 3 3 ] 



±!BO^ttW3H!B«<0$ll9 Kil$&Lfc2, 6-ytKn-7- [ (3-tF 
n^y7"nn>) f-jj-] -2- ^^;v-4- ( 2 -* ^)V-?u \l ;v) -6 - (1 
-i-y 9 V~)V* - lH-tfno [3, 4-d] f'Jfy^-l-t^ ( 

0 . 3 4 g) nny * > (7ml) tCML, LT 3 nn^;v 

( 2 2 9 mg) *ifo(j||Lfco 4 fflt, SfcflMOg MJ * A 
T4) £ «t ^3£Mzlcfg^ h 'J 9 A (tM4) £»]L> fLT^M$:y 
^nn^?y^3@iffiLfco :/ 9>f L> S£#L 

jv*3 iO^n-eBfcBfc^^v : j-^y-jv (19:1-9:1) Ti§ffi) fc^tt, 
2 £#7fc 0 i^^itt©4i%^-TJH:J:oT##L, 2, 6 
-yt Kn-7- [ (3-t Kn^y7"nt°jk) y. ;V7 4 — ;v] - 2 - -f- JV - 
4- ( 2 -y f;i7'n t°;v) - 6- ( l - t7^ V-JMf ;v) -lH-tfnn 
[3, 4-d] f'J^yy-l-^y (A) (4 8mg) *#, * LT «fc «9 ten 
Mf£<o£)»£^ v^^>--@^^;v^#*£ a H H £^ 2, 6-ytFo- 
7- [ (3-t Ko^y7ne;V) y\;v*^.;v] -2-^^;v-4- (2-^f- 
jV7°ntfjv) -6 - ( 1 -~ry 9 V~ ^;v) - iH-fnn [3, 4-d] 

(B) (9 4mg) 

[ 0 0 7 6 ] 
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Uk&mA : ) 
Hft£ : 1 6 4 - 1 6 6 1: 

MS (+ve APCI) (M+H) + 452 

*H NMR (DMSO-d 6 ) ISO. 8 8 (3H, d) , 0. 89 (3 H, d 
), 1. 47-1. 65 (2 H, m) , 1. 97-2. 10 (1H, m) , 2. 
53 ( 2 H, d) . 3. 15-3. 24 (1H, m) , 3. 30-3. 35 (2 
H, m) > 3. 39-3. 48 ( 1 H, m) > 3. 60 (3H, s ) > 4. 56 
(1H, t ) > 6. 30 ( 1 H , d)> 6. 41 (1H, d ) , 6. 73 (1H 
, d). 7. 45 ( 1 H, t), 7. 57-7. 65 ( 2 H, m) > 7. 88 ( 
1 H, s ) > 7. 91 (1H, d), 7. 98-8. 02 ( 1 H, m) , 8. 1 
1-8. 14 (1H, m) o 
[ 0 0 7 7 ] 

{ik&mB : ) 
l&M. : l 50-1 5 it 

MS (+ve APCI) (M+H) + 468 

1 H NMR (DMS0-d«) ISO. 92 (6 H, d) , 1. 57-1. 66 
(2H, m) , 2. 10-2. 15 (1H, ra) , 2. 60 (2H, d), 3. 
3 0- 3. 36 ( 2 H, m) , 3. 65 (3H, s ) , 3. 80-3. 85 (2 
H, m) > 4. 58 ( 1 H, t)> 6. 35 (1H, d)> 6. 36 (2H, s 
), 7. 38 (1H, t ) , 7. 58-7. 68 (2 H, m) , 7. 86 (1H 
, d), 8. 00 ( 1 H, dd) , 8. 12 ( 1 H, d) . 8. 18 ( 1 H, s 

) o 

[ 0 0 7 8 ] 

mmm e ) 

(2 - [1-tFn^y-l- -5-j*^JV- 
7- ( 2 fJV7"n fcfjv) fx; [2, 3-d] fcT 'J - 4 (5H) 

y) 

[ 0 0 7 9 ] 
lit 3 4 ] 
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a) 2- (3-ifiV-i-^^v7f-^) f*7x>- 3 -%)V>tf>m 
rh7tFn77> (3 0ml) 'Jf >7A vM V 7°nt°;V7? F (86m 

mol) Ot:t\ xh9tFn-79> (50ml) + "7 ^ > - 3 - * 

}Vtf>Wt (5 g) i#t^i:HiL^ 0 f h?i:KD79> (30ml) f£<7>i#?i£ 
tLT, -f V^l/;V7^f t K (4. 6ml) Sr 0 t; T^ill L o t 

5tf3lW#U ^LT^T* (1 0 0ml) U f LTf 

f7t Fn7 5V*»ETf|!Sr*L/!o # h titifr&m&*&M ^J-)i<T~Wfo L 
, * LTi«7fCffl*ii*^V^>** T J ^ A (12. 3 g) fc^iJUL, fUl. 
5NfM, 6 OtJS-eiJPfiLfco ioil-M&fciiaftU JiHfiJK£-C*&33JS-£, 

MtlilWL, f tti^V-FLT, flMftfcfc LTUmit&m (5. 3 

g) *#fco 

MS (A P C I ) ( (M- H") ") 2 1 1 

1 H NMR (CDC la) : § 1 . 03 (6H, d) , 2. 37 ( 1 H, m) , 
2. 95 (2 H, d) , 7. 70 ( 1 H, d). 7. 97 (1H, d) 0 
[ 0 0 8 0 ] 

b) 5-^;v-7- ( 2 ^-;V7°n \£ )V) ^-i- J [2, 3-d] ti'J^'v 
>- 4 ( 5 H) 

Jilficoa) -eML^2- (3-^f*-i-t^77*fjv) ^-^7^>-3 
-#;i/5K>Bfc (5. 3 g) j&ifU Lfc^i ^ y - ;v (3 0ml) 3s J: O*;*^^*: 
K9^> (1. 5ml) ^"C-^Lfco ^hfltzU^^ 1 0 l$WMfe3S$lt Lfc 
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-f (2:1-1:1) Ti#ffi) ^JioTffML. 

LTHJ^b^ (3. 0 5 g) £#7t 0 
MS (A P C I ) ( (M + H) + ) 2 2 3 

1 H NMR (CDC 1 3 ) :n. 00 ( 6 H, d) , 2. 05 (1H, m) > 
2. 75 (2H, d) , 3. 85 (3 H, s ) , 7. 60 (1H, d)> 7. 8 
0 (1 H, d) o 
[ 0 0 8 1 ] 

c) 2 - (i-^7^v^-;v) y^;v] -5-^^;v 

-7- ( 2 -p? f-;V7°nt:;v) f-^y [2, 3-d] H°'J^v^-4 (5H) - 

xh9tKD-79> (8ml) tp<D 'Jf ->M V^nn";V7^ K (6. 7 5 
mm 0 1 ) ^J:tFfh7tKn77> (5ml) 1 - t7?7JVft K ( 0 
. 7ml) f f7tKn79> (20ml) f£<7)±ffl<7} b ) 

L^5-^^-;v-7- (2-^f^7'ot 1 ji') [2, 3-d] fc?V^v> 

-4 (5H) (lg) til:, 0*C-e»L^ o 2H#W$U 7)c (10ml 

7*77^- HV^^rf >/ifif (l:D -C-^m) laotfUL, ^ 
Ltf(Ot©HPLC (^C^T'tHl) i:±ot, ^M^tJ (0. 4g) £ 

iS*& : 1 6 5 - 7 V 

MS (A P C I ) ( (M + H) ') 379 

*H NMR (DMS0-d 6 ) : $ 0 . 91 (6 H, d) . 2. 12 (1H, m 
), 2. 57 ( 2 H, d), 3. 64 (3 H, s ) , 6. 77 ( 1 H, d) ^ 6 
. 84 ( 1 H, d) > 7. 28 (1H, s)> 7. 48-53 (2 H, m) , 7 
. 57 ( 1 H, t ) > 7. 79 (1H, d), 7. 92 (1H, d), 7. 96 
(1H, dd) , 8. 26 (1H, dd) , 
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) 



[ 0 0 8 2 ] 

mmm i ) 

(5-^f-JV-7- ( 2 -jt f JV^n t: ;u) -2- ( 1 - ^ y 9 V — ;W ^ )V 
f-x-j [2, 3-d] (5H) 

[ 0 0 8 3 ] 
[ft3 5] 




h y xf]V-/7> ( 0 . 3ml) nn^? 9 y (10ml) *<V, _kf£ 

(D^t&m 6 ma^c^s^ ^n$^L/t 2 - [l-KKn + ^-i- 

y^-;v] - 5-^^-;v-7 - ( 2 - ^ ^-;v^n t: ;v) ^-^.y [2, 3-d 
) (f'jr/>-4 ( 5 H) > ( 0 . 3 g ) £ J: V h V V )V* n|fcm (2ml 

Ux;^l/-Mf;o ^n7f/?7^ W7-AH>/Slif-^ (4 
: i~2 : i) KioTffMU f LWf^HPLC WVA^t 

> (2:1) -c}#m) tiot, ^®fb^& (0. 2 5 g) 

o 

iHuS : 1 0 3 *C 

MS (A P C I ) ( (M + H) ') 363 

*H NMR (DMSO-ds) : d 0. 86 (6 H, d) , 2. 04 (1H, m 
) , 2. 51 (2 H, d) > 3. 65 (3 H, s ) , 4. 81 (2 H, s) , 7 
. 47 ( 1 H, b ) , 7. 48-7. 53 (3 H, m) > 7. 60 ( 1 H, d) 
, 7. 89 (1H, dd) , 7. 96 (1H, dd) , 8. 15 ( 1 H, dd) 
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o 

[ 0 0 8 4 ] 

(3- [ (3-t Fn^y^D^jV) f-^-] -5-^f-JV-7- (2-^f^V 
7"nt')V) - 2- ( 1 -^7 ^ V^-;v^ i-J-J [2, 3-d] 

-4 ( 5 H) 

[ 0 0 8 5 ] 
[ft3 6] 




tfJV) - 2- ( 1 -^7^ ^xwv^JV) fx; [2, 3-d] tf'J^v^-4 
(5 H) ( 3 8 5 mg) > $o X. ^1^1 3 (Djofe K$L*z> tz S - I 3 - [ ( 

1, l-y^f jvxf jv) ->7f JVy'JJV] i^yynt'jv) ^° 9 h- x > 

(600mg) (J. Med. Chem. , 1995, 38 
, 2 5 5 7 ) )&*S>P$&Lfco JlZ*3 7 Omgo 
iH& I 1 2 8 - 1 3 0 V 
MS (+ve APCI) (M+H) + 453 

1 H NMR fDMSO-dO : a 0 . 83 (6 H, d) „ 1. 67 ( 2 H, q 
u i n) , 1. 93-2. 06 ( 1 H, m) , 2. 46 (2H, d) , 3. 13 
(2H, t ) > 3. 50 ( 2 H, q)> 3. 70 (3 H, s ) , 4. 53 (1H 
, t), 4. 88 ( 2 H, s) , 7. 45-7. 58 ( 4 H , m) > 7. 90 ( 
1H, d) , 7. 95-8. 04 (2 H, m) 0 
[ 0 0 8 6 ] 

mmM9) 



(58) 

(5-^;v-7- (2-^f;V7 p nt t ;v) -2- 
-;V) fx; [2, 3-d] (5H) 
[ 0 0 8 7 ] 

[ft 3 7 ] 



o 




i§-7 >^>S*iJ-JA (0. 3 3 5 g) 8 - - 6 ( 1 0 m g 

) £ , -^nn^> (30ml) ^<r>2- [1-tKnt'y-l- (l-j-7 
f?V~)\>) p<^;V] - 5 7 - (2-yf*7'nk , jV) fxy [2, 3 
-d] feT'J^y>-4 (5H) (WJ7, 0. 4 0 g) Si&T 

«&&nbfco mwm, awjyvfA'^A (o. 3 0g) fc^&nu 

3 fcfc 1 iSWa&^LiRltfco i©fi#«*«»L, y^nn^^v (7 0ml) 
-e«L, zK-e2®, ^-e^-f >"C^?f u ^ Ti£i¥s u atS&U fit 

(1 : 2) -e-^m) cioTUli, ^Stt-g*® (0. 1 4 g) 
^ffiHPCL (ft»^^>w/>f 

: 12 it 

MS (+ve APCI) 3 7 7 ((M+H) + ) 

'H NMR (DMSO d 6) SO. 98 (6 H, d) , 2. 14-2. 26 
(1H, m) > 2. 74 ( 2 H, d)> 3. 70 (3 H, s ) , 7. 60-7. 

65 (2H, m) , 7. 70 (1H, dd) , 7. 79 ( 1 H, s ) , 7. 98 
(1H, dd), 8. 07-8. 11 (2H, m) , 8. 26 ( 1 H, d) D 
[ 0 0 8 8 ] 

iumn 1 0 ) 
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( 1 - ^ 7 9 v - ;v * jv # 
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(3- [ (3-t }?n^y^nk"jV) 7JP7^;v] - 5 - ff-fr- 7 - (2 
-* f;v^o Vju) -2 - ( l - t7 * l/-;v; f;v) fx; [2, 3-d] tf 
»; yyy- a (5 h) 

[ 0 0 8 9 ] 
[ft 3 8 ] 




(8 0%, 0. 0 5 5 g) v^nn;^> 
(2 0ml) +©3-[ [3-k Kn^ry^nt';v] -f-^-j 5-;fJV-7- ( 
2-^fJV7*ne^) -2- ( 1 V~)Vj. f ;v) fx; [2, 3-d] 

t°U^v>-4 (5H) (*1M8, 0. 14g) Ifiti 

iJDL/co 2 0lMt, :^l^y^nn^> (3 0ml) "C^U » 

i^g^*7A^n?fy77-f ^ (^xf-jV : VA^t> (1 : 1^V> 
-C2 I 1) -C^m) CioTffigU *cV»T^JKfflHP LC (ftfxfJl'/'f 
y^^X^&jBE-C&tfS) *ffv^ MfttLTlIM (0. 0 5g) 

: 6 0 - 6 5 "C 
MS (+ve APCI) 4 6 9 ((M+H) + ) 

'H NMR (DMSO d 6) * 0 . 8 0 (3 H, d) , 0. 82 (3H. d 
) , 1. 8 1-1. 99 (2H, m) , 2. 03-2. 15 ( 1 H, m) , 2. 
44 (2H, d), 3. 28-3. 39 (2 H, m) , 3. 58 ( 2 H, q)> 
3. 67 (3H, t ) , 4. 65 (1H, t ) . 4. 84 (1H, d ) , 5. 8 
0 ( 1 H, d) , 7. 51-7. 56 (3 H, m) „ 7. 61 (1H, d), 7 
. 92 ( 1 H, d) , 7. 95-7. 99 ( 1 H, m) , 8. 14-8. 17 ( 
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1H, m) o 

[ 0 0 9 0 ] 

mmm i i ) 

(4- I [4, 5-yt Kn-5-if^-7- ( 2 ^)Vy°u \d )V) -2 
- ( 1 -t7 * V-JV^ f-JV) [2, 3~d] tT'J^^>- 

3 ->r jv] f-*t >so 

[ 0 0 9 1 ] 
[ft3 9] 




a ) 4, 4, 4 - f'J^ h^ry/f JV4 - ^fiv^>€>^;v*yf t^- f 

fJVxyf^y;;nH>fco* 'J> (2 4mmo 1 ) > HJ ^fiV4 

-7*n^JV h ^ V- h (2 2mmol) £ J: **t* f^** * ;v T 3 K 

(3 0ml) £i&T4 8B*MSM$U 1 0 : 1 <7V^ 

yxf;i/x^t;v ( 5 0 0 ml) *i:ft|\ Z LTi ^ J: < MWt L fc 0 
^£yjc ( 2 X 2 0 0 ml) > f LT^'fr9>f>T^Lfco :i^>«ffl£|| 
16, ^LTMgS04t«L, xA*V->LT, 4, 4, 4 - > V > 
7f JV4 - j* ^;v^>4£ *j<f**x.- h 7 T&Wt^ t LT 

S!lffi^^-r;w (5. 3 g) £?#£ 0 

X H NMR (CDC 1 3) <J 1 . 95 (2H, m) , 2. 37 (2H, t) , 2 
. 44 (3 H, s ) , 3. 02 ( 2 H, t ) , 3. 16 (9 H, s ) , 7. 33 
(2 H, d) , 7. 8 0 (2 H, d) 0 
[ 0 0 9 2 ] 

b) ^fJV4- I [4, 5-ykKn-5->f;v-7- ( 2 - J *f* )l<7° u t: 
;v) -2- ( l -^-7 * <f-}u) -4-t^vfxy [2, 3-d] t? V 
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fh9KKa79> (5ml) ^'Jf^AyM V^nt';V7^ F ( 1 . 8 m 
m o 1 ) ^mWL'k, r>7kKD77> (15ml) 4^ 5 7 - ( 2 

-^f-jv/ntfjv) -2 - ( l -i-y 9 f-aiy [2, 3-d] tT 

'Jfy>-4 ( 5 H) 7, 0. 30g) i3 J: EM , 4, 4 - f 'J 

j V *-sy*?~)\/ 4 - J ■f-jv^yjfy xjv* ; ■f-jrx-- y (o. 4 2 g) co^^f^ 
fc, S^T- 7 8 "C-eiffiT L/to 2^Wt, £<*>iI^i»£Sfi£ -CjJDfiU 1M 
i^m (25ml) T^-XV^U ^LTM^JV (25ml) -eJflmLfco - 
c^Mmt^, 1 Mi&Wi, ^^tRfilt h V ? AM, ^t77^ >-c 
iitL, ^L, iliiU f LTx;f»KU-Hfco 38lS**9A^a?b^9 

- mm^-f-)^ : v^^> ( i : 4 , i : 2 , l : l^t* l : o ) -c 

■^m) laoTlHU fft^t LTKM-fb^ (0. 2 5g) £#fc 0 
MS (+ve APCI) 4 9 5 ((M+H) + ) 

*H NMR (CDC 10 (J 0 . 88 (6 H, d) , 2. 00 (2H, quin 
) , 1. 99-2. 11 (1H, m) , 2. 44 (2H, d ) , 2. 55 (2H 
, t ) > 3. 20 ( 2 H, t ) , 3. 65 ( 3 H, s ) , 3. 82 ( 3 H, s ) 
> 4. 87 (2H, s ) , 7. 40-7. 50 (4 H, m) , 7. 84 (1H, 
d) , 7. 90 ( 1 H, dd) , 7. 98 (1H, dd) Q 
[ 0 0 9 3 ] 

c) 4- | [4, 5-ytKn-5-^f JV-7- (2 - ^fJV7*ni:)V) - 
2- ( 1 -^-7 * V-;Vp? ^-;V) [2, 3-d] tTV^v^ 

-3-4 jv] f-^i ^ >m 

7jC (1ml) ctic7?7X^<t:7jc^b U ^ A ( 0. 0 3 5 g) r>9H 
Fn79> (6ml) JV 4 - | [4 , 5-ytFn-5 -pi *-/l>- 7 - 

(2 -pt f;V7"nt" JV) -2- ( 1 -7^7 9 fr* V-fr) -4-*^vfxy 

[2, 3-d] t: i; *r*jy- 3 ->f ;v] ^^>^^^-r;v (o. 2 o g) 

mWLK, IfitllLto 2Bt, IMS! (2 0ml) 

^g^m^^^v (2 0mD -pinnfc, z<7>#mmmm*y t ?4 >-?m&L, & 
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(1:2) *-emML, *LT£<aifcJBLfc@#£BJRLfco £<£>Hte£. MM 
mm^^ (2 0ml) tW-iKfSS*, #iPU *LT@JKU ^ffitt^tf (0 

. 0 5 g) zmtzo 
MM. : 1 5 4 - 1 5 6 V 

MS (+ve APCI) 481 ((M+H) + ) 

*H NMR (DMSO d 6) * 0 . 85 (6 H, d) , 1. 76 (2 H, q 
u i n) > 1. 94-2. 06 ( 1 H, m) > 2. 38 (2H, t ) > 2. 45 
(2H, d) > 3. 11 (2H, t)> 3. 69 (3 H, s) , 4. 88 (2H 
, s ) . 7 . 45-7. 58 (4 H, m) > 7. 90 ( 1 H, d) > 7. 97- 
8. 01 (2H, m) , 12. 09 (1H, brs)o 
[ 0 0 9 4 ] 

mmm 1 2 ) 

(5-^^JV-7- (2-^f-^7°nk"jU) -2- ( 1 - ± 7 9 ■f- )V 

) -3 - -f-^y [2, 3-d] tfVr^^-4 (5H) 

>) 

[ 0 0 9 5 ] 
[ft 4 0] 




A^t>^/fJV'J f-^ A^Tft ( 2 . 5M, 0. 60ml) *, f h5t K 
H77> (5ml) ^©-/M y^ot';V75> (0. 16ml) }#^^> MMT 
0 TDTiSilP L/Co 3 0 4 m 1 <7># ft -r h 9 Kn 7 9 > (1 

5ml) p^CD5-^^;v-7 - (2-^f;P7'nt';v) - 2- (l-^^^V — 
;vy^;v) [2, 3-d] t° i ;yv>-4 (5H) (*»ffJ7, 0 

. 2 0 7 g) J3i^2, 2' -7t''Jy;Vy^JV7^ K (0. 1 9 g) 
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AM (25ml) -C^^^f- L, * LTifif^ (50ml) TifflL/co 

At20, ^t79-f> (2 5ml) "ei» U U iSt® U f LTx/i 

l : : l) Tf&tU) CiotlSU Mv>T, Slif-^v^* 

t>^P,Se a H B L^ ^LT^f, MIfflHPLC (MifV^VA^f 

ycD^jse-c-am) tcjzoT, LT^ja<b#«j (o. o 7 7 g) 

MS (+ve APCI) 4 7 2 ((M+H) + ) 

'H NMR (DMSO d 6) SO. 85 (6 H, d) , 1. 97-2. 08 

(1H, m) , 2. 50 ( 2 H , d) , 3. 59 (3H, s ) , 4 . 83 (2H 
, s ) , 7. 09 ( 1 H, d) , 7. 14 ( 1 H, dd) , 7. 35 ( 1 H, t 
d) , 7. 48-7. 52 ( 3 H, m) , 7. 66 ( 1 H, td) , 7. 87- 
7. 96 (3H, m) , 8. 38-8. 40 ( 1 H, m) o 
[ 0 0 9 6 ] 

mwm 1 3 ) 

(3- [ t,)V*~)V] -7- (2- 

JV7*nt°;V) - 2- ( 1 -1-7 9 V =- )V * <f- )\>) *?-x-J [2, 3-d] bf T J 
4 (5 H) 
[ 0 0 9 7 ] 
[-ft 4 1 ] 




3-^onA^^yfl,fi (8 0%, 0. 2 7g) ^nn^^v ( 
10ml) ^cr)3- I [3-fc Kn^f->^ntfji/] f-* ( - 5 - * i~ ^ - 7 - ( 
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jv^nt°;v) -2- ( 1 - ± 7 9 V ^iM [2, 3-d] 

y£ ij y*j y _ 4 ( 5 H) - * > (*SfiM 7 , 0 . 2 8 g ) <^it#}#^«M L fc 
o 2 4Wt, i«»S:^^nD^>' (4 0ml) TMMRU flfrfURK* 

g§-*7A^nvf^77^- (ifxf jK'fv^^t^ (i : i^cv>-e2 : 
imi : o) tiffi) KioTff^U lfrm^jv/-f VA^t^^t,sj± 

H H H L, LTiM^t) ( 0. 2 0 9 g) £#*r 0 
M : 160-1631; 

MS (+ve APCI) 4 8 5 ((M+H) + ) 

'H NMR (DMSO d 6) SO. 81 (6 H, d) , 1. 87-1. 99 

(3H, m) , 2. 45 (2H, d) > 3. 50 (2H, q), 3. 71 (3H 
, s ) , 3. 96-4. 05 (2 H, m) , 4. 70 ( 1 H, t ) > 5. 23 ( 
2 H, s ) > 7. 51-7. 58 (4 H, m) > 7. 94-8. 02 ( 3 H, m 

) o 

[ 0 0 9 8 ] 

1 4 ) 

(2 - [l-tFD^fy-l-7x^jMf^j - 5-^^;V-7 - (2-* 
fJiynt'jl) ^.xy [2, 3-d] t''J^y>-4 (5H) 
[ 0 0 9 9 ] 
[<b4 2] 




T h 7 V. Kn 77 V/^**)- > (2 I 1 , 2 2ml) + c7) 'Jf^AyM V 7'n 
t°JV75 K (13. 6 mm o 1 ) <7)#?&£ > ffntFn77> (24ml) 
(7) 5 -;* 7 - (2 -p(f;V7°nt";v) -f-xy [2, 3-d] fcf'J^V- 
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4 (5H) (*iW6Igb, 2. 0 0 g) if^ Ott 

iTLfco ^>X7fft K ( 2 . 0 0ml) U LT 1 5 fl*^ £69 

S^J»*^fi4-eiDfiUfco (5 0ml) £»1U -etT^cDM^ 

^ftfxf^ (10 0ml) tttaiLfco ^<7)«ffim«, lMa»T20, 

Ml RSMcfg^ $g?fc-e 2 0, -c«fe& L , U £ L 

:>fy^t> (i : : 2^cv^-ei : i) x-miti) «t oTJUSSL, 

^Jg-tfc#J» (2. 4 8 g) m.^LTlOO. 5g^ WlfflHPLC ( 
x^y-jv/y^nn^ * >O^E"C^tfi) KJoTifiiiiU WtLT^I 
-fb£-& (o . 3 8 g) *r#fc 0 

MS (+ve APCI) 3 2 9 ((M+H) + ) 

*H NMR (DMSO d 6 ) * 0 . 92 (6 H, d) , 2. 06-2. 18 

(1H, m) , 2. 60 (2 H, d) , 3. 67 (3H, s ) , 6. 11 (1H 
, d ) , 6. 71 (1H, d ) , 7. 28 (1H, t ) , 7. 36 ( 1 H , s ) 
> 7. 39 (2H, t ) , 7. 49 ( 2 H, d) o 
[0100] 

mmm 1 5 ) 

(5-^f-;v-7- (2-^f^7°ne^) - 2 - 7 [2 

, 3 - d ] u y v y - 4 ( 5 h ) -*y) 

[0101] 
[ft 4 3] 




f'Jif-JVy5> (1. 0ml) Sr. f'J7^nffif (2ml) isiffy^ 
uu^^y (10ml) t^tfX 2- [l-tFn^y-l-7x-;Mfjv] - 
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5 -^JV- 7 - ( 2 -;* f-;V7"n [2, 3-d] 

(5H) (»J14, 1. 4 4g) <7)^#v§m+^> ^rUf^tlD Ltc 0 

2 4 ^Mt, h V (10 0ml) £«U ^LT^co 

I^i^i^xf;v (10 0ml) «Lt i^t«itB%^, Mm&m& 

jv:-fVA^t> (l : 4^ti : 3) x-miti) taotfiSL. Lti# 
t Lt^k^li ( 1 . 1 1 g) 
ifeA : 9 7 - 9 8 V 

MS (+ve APCI) 313 ((M+H) + ) 

X H NMR (DMSO d 6) SO. 90 (6 H, d), 2. 04-2. 16 

(1H, m), 2. 57 ( 2 H, d) , 3. 67 (3H, s ) , 4. 32 (2H 
, s ) . 7. 25 (1H, m) , 7. 30-7. 40 (4 H, m) > 7. 44 ( 
1H, s ) o 

[0102] 
(**^!l 1 6 ) 

(3- [ (3-tFD^ry7'nt 1 jV) ^] -5-^^-7- (2-^;v 
7'nt";v) -2-7i^]V^f*fi; [2, 3-d] ^ <J ^ > - 4 (5H) 

y) 

[0103] 
[<b4 4] 




/\^r^>ftK7)^JVi; ( 2 . 5M, 1. 3ml) f b9tKn 

77> (6ml) t£ v V 7° a t: )V T 5 > ( 0 . 45ml) s^T 
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Ott^llllL^o 3 5 m 1 (Dm-hfctzmWi*, ff9HKn77> (1 

0ml) f£<?X 5-^^JV-7- J^nifjV) - 2- 7i^JMf^ 

fx; [2, 3-d] k°U^v>-4 (5H) (iiMl 5, 0. 50 g 

) ds^o^S- [3- 1 [ (l, l - v^f-jpj-^-jv) vpf^;v->U;v] ^-^v-l 
7°ni;;v] 4 - y > -t? > y y x.- h (J. Med. Chem. 1 

995, 38, 2557. , 0. 85g) $§70^^, MMT -7 8t L 

o ^^>RjEE:^'»*sia*-cijnfit, i&ffl^tefi-fbr^^-^A^flE (2 5mi 

) Tyjiyf-U f LTl^fxf^ (5 0ml) TjftffiLjfco i co^Mm tl £ 
> »7K14^t 7 > * - 9 A mfo~? 2 HI , ^bV^A-C2H, ^ V> 

-tr b ^ b U ;v (20ml) + TfllA&U ^LT4 0 % 7 ^<b*^» (1ml) "C 
MLf: 0 16 tfflt, MR^JcSf^ h U * (50ml) £«U * 

LTi^l^U^ftfxf (5 0ml) t*lfc 0 ^^^rafflm^^^v-f 

v^77^- (MWt^)v : y^^r^-> ( i : 2^-e 1 : l ) -cv§m) n 
iotisu Ifrt Ltil^i (o. 5 l g) *ntz 0 

MR I 6 0 - 6 5 V 

MS (+ve APCI) 4 0 3 ((M+H) + ) 

*H NMR (DMSO d6) SO. 88 (6 H, d), 1. 57 (2H, q 
uin), 2. 08 (1H, m) , 2. 53 (2H, d ) , 3. 00 (2H, t 
) > 3. 43 (2H, q), 3. 70 (3 H, S ) , 4. 44 (2 H, s) , 4 
. 48 (1H, t ) > 7. 22-7. 34 (5 H, m) 0 
[0104] 

mmm 1 7 ) 

(3- [ (3-HKD^y7*nt';v) x;^*:z.jv] -5-y^;v-7- (2- 
^f;V7"nk°)l) - 2-7i^)V^f JVfx7 [2, 3-d] t°<jy*v>-4 ( 

5 H) y) 

[0105] 
[ft 4 5] 
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1 3 fD^MK'tft^r, V?UUJ?> (20ml) <¥<D 3 - I [3 - 
Kn^v-7'nt:;v] ^^-| -5-^^-;v-7 - ( 2 - ^ ^;v^n t? )V) -2-7 

[2, 3-d] H°V^v>-4 (5H) -jJ-^ (*iSM 1 6 
> 0. 32g) is J: Cf3 - ^ n n^;i/^-^ (86%. 0 . 3 2 g) 

hMWkL, ^LtMtLTiM^ (0. 18g) 
iiu£ : l o 5 - l o 7 r 

MS (+ve APCI) 4 3 5 ((M+H) + ) 

'H NMR (DMSO d6) f 0. 89 (6H, d) , 1. 74-1. 83 
(2H, m) , 1. 99-2. 10 ( 1 H, m) , 2. 57 (2H, d), 3. 
44 ( 2 H, q) > 3. 71 (3H, s), 3. 86-3. 92 ( 2 H, m) , 
4. 63 ( 1 H, t). 4. 75 (2H, s ) , 7. 28-7. 38 (5H, m 
) o 

[0106] 

mmm 1 8 ) 

(2, 6-vkf ? n-2-if;i'-4- {2 - * i- )V7°u\l )V) -6-7^~ 
Wfil-1H-K"nn [3, 4-d] W 
[0107] 
[ft4 6] 
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a) 2, 6-ytKn-2-ifiV-4 - ( 2 - * )V/u \£ jv) - 1 H - k° 
n n [ 3 , 4 - d ] t: 'J ^ v > - 1 - * y 

^9J~)V (20ml) ^<D^-f-)V 4 - ( 3 - ^ f- )V - 1 - * * V )V) - 
1 H-lfn-;v- 3 -Unstf**/ V (^llgb, 0. 7g) isj;^ 
f-;v^F9v> (0. 6ml) ^16^111'ILto iWil^iA*^- 

, fLTx;fjHl/-hLT, 2, 6->'kFn-2-^fJV-4 - (2-^^;V 
-fu\£)V) - iH-enn [3, 4-d] £ 'J > - 1 - :* ^ (0. 6 5g) 

t hxntzo 

MS (+ve APCI) 2 0 6 ((M+H) + ) 

1 H NMR (CDC 10 8 0 . 97 (6 H, d ) , 2. 08-2. 3 2 (1H 
, m) , 2. 62 (2H, m) , 3. 78 (3H, s) > 7. 24 (1H, t) 
> 7. 57 (1H, t ) , 11. 56 ( 1 H, br) Q 
[0108] 

b) 2, 6-/tFn-2-^f*-4 - ( 2 - * )Vfu \£ )V) - 6 - V j. 
-JMfJV-lH-K"nn [3, 4-d] f'Jfy^-l-^> 

T ? K (3ml) 2, 6-ytKn-2 4 
- ( 2 f-fr-fu -lH-tfnn [3, 4-d] W - l-*> 

( 0 . 6 5 g) coy#t&£, y^f jv^jva 7U' (10ml) ^ oo^c^-fk^ h U 
<y"A (0. 1 5 g<7)t^JV^6 0%M) C, jfjf L^)i^iTL/:o 2 0^t 
, Mzit^yVfr (0. 4 5ml) is «fc 0*3 Mb* 'J ? A(7?jHS*jSiJP Lfco 
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-4- (2-^f;^nk l ;v) - 6 --7^~jw^;v- l H-t°nn [3, 4- 

d] tr 'J *r s jy- 1 (o. 3 g) £#fc 0 
it £ : 1 0 4 "C 

MS (+ve APCI) 296 ( (M+H) +) 

1 H NMR (CDC 1 3) SO. 9 5 (6 H, s ) , 2. 12 ( 1 H, m) > 2 
. 56 ( 2 H, d) > 3. 72 (3 H, s ) , 5. 27 (2 H, s ) , 7. 08 
(1H, d (1=2. 1Hz) ) , 7. 16 (2H, m) , 7. 37 (3 H, m 
). 7. 49 ( 1 H, d ( J = 2 . 1 H z ) ) o 
[0109] 

mmm 1 9 ) 

(2, 6-vtFn-2-^fJl-4- ( 2 - ^ ^ JV7°n fcf ;V) - 6- 7x- 
;v^;v-7- ( 2 - t: 'J — - iH-t:nn[3, 4-d] feTU^y 
>- \-*y) 

[0110] 

[ft 4 7] 



7^;V'J^A (^^^t>^2. 5M, 0. 3 2ml) ^Tt\ Ott: 
T, fgj&Sfe-f f7U'D77^ (2ml) ^cOvM V7*n t';V75 y ( 0 . 1 1 m 

i) <Dmwmmzm~r\*tio zvmj&m*, oti:T3o^wu j^-c- 

7 8 «Lfc 0 i*U^ $£'J&"r h^tvny^y (2ml) *¥<r>2, 6- 
yt JV-4- (2-^f;i'7 J at:jV) -6 - (1 - 7i«^if 

;v) - lH-t'nn[3, 4 - d Htf T J 7*Jy- 1 > (^IMl 8, 0. 2g 
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) W'M^liL, ^ LTW^ 3 0 MSlttc ^Sf h 7 k Kn 7 7 > (2 
ml) ^2, 2' -yt:'JyjVyX;V7-f F (0. 1 5 5 g) eov#?££^il[I L 

&m (o . o 5 g) £#*r 0 

: l 3 l ~ l 3 2 *C 
MS (+ve APCI) ( (M+H) + ) 405 

1 H NMR (CDC 10 SO. 97 (d , 6 H) , 2. 06-2. 19 (m, 
1H) , 2. 55 ( d , 2H) , 3. 70 ( s , 3 H) , 5. 44 ( s , 2H) 
, 6. 88 (d , 1H) , 6. 93 (d d , 1 H) > 7. 10-7. 12 (m, 
2H) , 7. 25-7. 27 (m, 4H) , 7. 40 ( t , 1H) , 8. 32 ( 
d, 1 H) o 

[0 111] 

mmm 2 0 ) 

( 2 , 6 -yli Fn-7-[ ( 3 - t: Fn^y7"n tf ;v) 2 -pf^JV- 

4 - (2-^f;v7'nt;'jv) -e-y*.— jMf JV-lH-n'no[3, 4-d] 

[0 112] 
[ft4 8] 




WJf^A (^^r^->^2. 5M, 0. 3 2ml) if Tt\ Ott 
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I&^t- f-5HKn75> (2ml) ^^vM V^n H°;VT^ > ( 0 . 11m 

^v^-e- 7 8 ri -C^-SPtfco i*:, K»ff-7kF077> (2m 1) 
tp<r>2, 6-7tFn-2-^f^-4- ( 2 - ^ f-;V"7*n t: ;v) - 6- 7i- 
)Mf*-lH-fnn[3, 4 - d ] M <J ^> - 1 - * > (**#!) 1 8 > 0. 
2 g) <7)y#«^PU f LTa#t3 0 5"P(IiRltfco E»f h5tKD75>' 
(2ml) ^??S-[3- 1 -v^ ^V^-^F-JV) yVf jVy'JiVU^ 

t:;v]4 -pt ^-;v^>-tf -f-*.x- h (J. Med. Ch 

em. 1 9 9 5 , 38, 2 5 5 7. > 0. 25g) <Z>fl|?fc£«$2in Lfco 

^-e^itL, $£i*U f LTx/HKl/-Mfco MxfjPMVA^f y (3 
: 7) tillt^^nv > ^7 "7 >r -K«fc o"t\ Jlfe^-r (0. 2 4 g 

) , MS (APCI) 500 (M+H) + 0 
[0 113] 

9 J~fy (2ml) c£<7>^<?)^ ;v (0. 2 4 g) cOlMf C^Lt, % 
i&m (0. 2 5ml) Srfl&iJULfco 2^Mt, £<Z>Ri&»£, ja^BMc^ h 
'J 9 A jit ©^jjD C J: o T 7 ;v * 'J tti: L ^; o ^^xf;vtifli 

tattKioT, (0. i0 5g) o 

i§fc£ : 9 l~92t 

MS (+ve APCI) ( (M+H) + ) 386 

'H NMR (DMSO d-6) $ 0 . 92 (d, 6 H) , 1. 46 (9 J y 
r?f, 2 H) > 2. 04-2. 14 (m, 1H) , 2. 53 (d, 2 H) > 2 
. 8 8 (t, 2 H) x 3. 3 0-3. 3 7 (m, 2H) , 3. 5 5 (s, 3 H) 
, 4. 44 (t, 1H) , 5. 52 (s, 2 H) , 7. 11 (s, 1H) , 7. 
14 (d, 1 H) „ 7. 2 5 - 7. 3 7 (m, 3 H) „ 7. 88 (s, 1 H) o 
[0 114] 
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mmm 2 1 ) 

(2, FD-2-^f^-4- ( 2 - ^ <f- )V -fu t: ;p) - 6- (3, 

4, 5 - F V J f^-/7x^jV) ^ l H- k'nn [3 , 4-d]tiV^v> 

- 1 - * > ) 

[0 115] 
[ft4 9] 




Ki-/7f-JKt)VA7? F (0. 8ml) 4'«7>2, 6-vt Kn- 2 - ^fJV 
-4- (2-^f-;v^nt°;v) - lH-t'nn[3, 4 - d ]tf T J - 1 
> (^JfifM 1 8 , a ^ 0 . 0 3 1 g ) , 3 , 4 , 5 - h V * h * > v )l> 
^o'jt? (0. 038g) , £ <fc VJtK-fe ~> ^ a ( 0 . 0 9 0 g ) <r>U&m £ > 

■>'J*i?)^n'7>^57'f^ (y^nn^^^/x^y-JV 911) 
Ci^TiSILT, 2, 6-vkKn-2-^fJV-4- ( 2 - f-JV"7°n tf jv 
) -6 -[3, 4, f^y7x^.jV]^f-^- 1 H-t"nn[3, 4- 

d ] fcf 'J ^ v > - 1 - * y ( 0 . 0 3 3 g ) o 

WL& : 1 54. 5-1 55t 
MS (+ve APCI) 3 8 6 ((M+H) + ) 

1 H NMR (CDC 1 3 ) $ 0 . 96 (6H, d) , 2. 14 (1H, m) , 2 
. 56 (2 H, d) , 3. 73 ( 3 H, s ) , 3. 81 ( 6 H, s ) , 3. 84 
(3H, s). 5. 19 ( 2 H, s). 6. 37 (2H, s). 7. 01 (1H 
, d (1=2. 1Hz) ) , 7. 50 (1H, d ( J = 1 . 8Hz)) G 
[0 116] 



(74) 



9#»2 001-525413 



mmm 2 2 ) 

(2, 6-ytFn-2-^f^-6- ( 1 -i-y 9 V=-)V* -4- ( 

75y-lH-t°nn[3, 4 - d T J ^"v > - 1 >) 

[0 117] 
Kb 5 0 ] 




a) y if 1 - ( 1 -i~y 9 <f~)V) t°n-;v-3, 4-v#;v=K3r 

M^^'J-^A (5 g) i:l^Tl- (^nn^^;p) -f-y^vy (4. 60g 
) ^7-bh> (50ml) 4 1 <E> v J- f )V 3 , 4 - fef n - ;v v * ;v*~3r V- h ( 
5. 0 0 g) co»Hv»L7t 0 ?.<DM&m*, iSi:T4 BMafc#U **S«fc 

(1 0 0ml) £«U ^LTiWl^I^i-rJV (2 X 1 0 0 m 1 ) ~CM 

S!lJS^»S:©fc ( 7 . 6 2 g) o 

*H NMR (CDC 1 3) Jl. 31 (6 H, t ) , 4. 27 (4 H, q), 5 
. 49 ( 2 H, s ) , 7. 21-7. 28 ( 3 H, m) > 7. 46 (1H, t) 
> 7. 50-7. 57 (2H, m) , 7. 80-7. 93 (3H, m) c 
[0 118] 

b) 2, 3-ytKn-2-^fiV-6- ( 1 - ± y 9 V ^ )V) -1H 
-tfnn [3, 4-d] tTV^v^-l, 4 (6H) -v^v 

^f)VtF7y>' ( 0 . 5 5ml) * , J- ? J - ;v (10ml) t^(7)yxf JV 
1- ( 1 -^y 9 V — <f-)V) H°n-;v-3, 4 -Vti V- Y (1. 

0 0 g) ©iIi:}$iDL/:o WEH^f^T 2 0 OtCf 3 HMMfc 
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19 11) # 9 nv f ^9 "7 -f -fc J: oTJffSSLfco 

D£H'fc*ftK^fyi' (2 5ml) *£|R*SU MLTilL, ^LTJSHjB. 

-e*fr£|J-r& a&fcjfeiBL o i<7>^«-fk^J»Sr«anJ:oTliH3lUfc (0. 
1 0 5 g) o 

MS (+ve APCI) 3 0 6 ((M+H) + ) 

1 H NMR (DMSO d 6) S3. 3 3 (3 H, s ) , 5. 88 ( 2 H, s 
) > 7. 32 ( 1 H, d) > 7. 50-7. 64 (5 H, m) > 7. 94 (1H 
, d) , 7. 99 ( 1 H, d) > 8. 19 ( 1 H, d) , 10. 94 ( 1 H, s 
, b r ) o 

[0 119] 

c) 6-vt JV-6- (l-^y^V-JV^ 
f-JV) lH-tfnn [3, 4-d] tT *J ^ v > - 1 - * > 

v^^-^v'^ n'JK (1ml) ^co 2 , 3 - Fn- 2 -^jv- 6 
- ( 1 9 Is — JUJ-f-JH') - lH-tfnn [3, 4-d] if'J^y^ - 1, 

4 (6H) (o. i o g) 0>mmm& 3 o^raaaK^Timifet. 

^5fepi-^7tfeHmSL^o 7jc (2 5ml) fcjfotJUL 

, * LT£co^t>£@m^;v (2X2 5ml) TffifilLfco - c^Mm^ 
£9£i*U »aU f LTXA*>- h LTS!l»ffc#i»£#fc ( 0. 0 9 5 g) 

o 

MS (+ve APCI) 3 2 4 /3 2 6 ((M+H) + ) 

d) 2, 6-/tFn-2-^f*-6 - ( 1 - ^ V 9 V * )V) - 4- 
( 2 - ~?u \l JV) [ 3 , 4 - d ] tf U > - 1 - * > 

^V7'nn"ji7^ (1ml) £n a^y-jl/ (4ml) 4 - ? n n - 2 
, 6-ytFn-2-^f;v-6- (1-^77V~ ;V7^-;v) lH-fun [ 
3, 4-d] If'J^VV-l-tV ( 0. 0 9 5 g) (DmWLKmMV, fLTi 
<£>i&^%r£, ^Sf + 0 0 tt:T3HH, 5 0 tCT24 I^MMi 

Ltco Z<om&®>kx-s*# V~ h U f U t«S*ftfxf n/Ti Hit* * ? A 
^07^*57^-, ^TftSt^^/'f y^^r^^^^WifeS^ <t oT|g 

u umit^m^ntz (o. o 1 3 g) 0 
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I 2 2 1 ~ 2 2 2 r 
MS (+ve APCI) 3 4 7 ((M+H) + ) 

l H NMR (DMSO d 6) $ 1 . 12 (6 H, d) , 3. 39 (3 H, s 
). 3. 80-3. 92 ( 1 H, m) , 5. 86 (2 H, s ) , 5. 98 (1H 
, d), 7 . 34 ( 1 H, d) , 7. 40 ( 1 H, d) , 7. 44-7. 60 ( 
3H, ra) , 7. 72 (1H, d ) , 7. 95-8. 01 (2H, m) , 8. 0 
7 - 8 . 10 (1 H, m) o 
[0120] 

mmm 2 3 ) 

(2, Fn-2-^f^-4- ( 2 <f-)Vzfxi - 6- (4- 

tf'jv-;v) ^fjV-iH-t'nn [3, 4-d] k° 'J ^"v > - 1 >) 
[0121] 
Kb 5 1 ] 




a) 2, 6 - yt Kn- 2 -pt 4 - ( 2 - ^ ^ tWfu tf ;v) — 1 H — tf 

o n [ 3 , 4 - d ] try 

;V4 - ( 3 ■f-JV- 1 -#3r V7^JV) - 1 H- tf H-JV- 3 JVstf? 
(^tt^iJl.XfSb, 7. 8g) JsJ:WfJVtK5y> (6ml) 
ZMtiLKX 1 8 mmm^kLtzo i«»x^fl/-H, f LTi«^y 
^nn^^>-^^y-;p (19 : l) T&til-*-* ^n7h^97^-^Lt, 
KI»ffc#«J fcUHfc ( 5 . 2 g ) o 

MS (+ve APCI) ( (M+H) + ) 206 

*H NMR (DMSO d-6) 50. 91 ( d , 6 H) > 2. 05-2. 1 
8 (m, 1 H) , 2. 54 (d, 2H) , 3. 54 (s, 3 H) , 7. 46 (t 
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, 1 H) > 7 . 57 ( t , 1H) > 12. 51 (br s, 1H) Q 
[0 12 2] 

b) 2, 6-ytKn-2-^fil-4 - ( 2 - ^ ■f- )V^u tf ;V) -6 - (4 
-tf<Jv~;v) ^f]V-lH-fnn [3, 4-d] t:'J^v^-l-^> 

-7^f)V;tJVA7? K (4. 5ml) 2, 6-yt JV- 

4- ( 2 i-)Vy°u \£)]y) - iH-tfnn [3, 4-d] fcT T J > - 1 
> ( 0 . 0 4 g , 2 3 > M a ) > A ( O . 2 g ) , 4 - ^ n 

n^fJUf'JyytFn^n'JF (0. 0 3 5g)£, 1 8 B#K Kfrtc -dXMM 

^ ^ > : -;V^J@B^^m-r^MffiH PLC K X oTff^L, HjH^I^ 

( 0 . 0 2 4 g) o 

: 9 1 ~ 9 3 °C 
MS (+ve APCI) ( (M+H) + ) 297 

1 H NMR (CDC h) SO. 96 (d , 6 H) , 2. 07-2. 20 (m, 
1H) , 2. 56 (d , 2 H) ^ 3. 73 ( s , 3 H) ^ 5. 30 (s, 2H) 
, 6. 98-7. 01 (m, 3H) , 7. 51 (d, 1 H) , 8. 61 (d, 2 
H) o 

[0123] 

) -lH-tTnn [3, 4-d] \£ U ^ v > - 1 - * > , RM-t *y V A £ <fc 0*58 
^fr^n^Wb^;/ v;V^t>, ^J&f!l2 3c?)^c7)Xfgb^Mv^TiflM*3«ta s ffi 

[0124] 

[Hi] 
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°c 


MS (+ve APCI) 
((M+HT) 


'HNMRCCDCI^S 


24 


6-(2- 7na 7^— ^> 
^f/t -2,6- 

fo aX4-dp 


102-104 


33CV332 


0.97 (d,6H). 2.06-2.19 
(m t 1H5, 2.56 fd 2ffr 
3.72 (s T .3H), 5 + 33<s, 
2H), 6.96 (LH,dd). 7.05 
(lH,d). 7.22-7.34 
<2H, m) 7-43 <lH t dd), 
7.49 (LH,d) 


25 


6-(3,5- 

/i/-2,6-y*bf-*p • 
2~**,u4-(2- 

t°t3 C7 [3,4-d]- 


172^174 


332 


0,97 (d, 6H) T 2.06-2.20 
(m, Iff), 2.56 (d, 2H) 
3/73 (s, 3H), 5.25 
(s, 2H)> 6.60-6.6S (m, 
2H), 6.79 {tt, IH), 7.00 
(i lH),7.4S(d, IH) ! 


26 


6-(2- 7Da-6- 

-2.6- */t Kd~2- 
-4-(2- 

fc»P o{3,4-d]- 


124-126 


348/350 


0.96 (d, 6H), 2.07-2.20 
<m, IH), 2.55 {d, 2H). 
3.70 <s, 3H), 5.44 
(s, 2H) t 7.06-7J2 
(m, 2H), 7.28-7.37 
(m, 2H), 7.55 (d, IH). 
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°c 


MS (+ve APCI) 
<(M+H)+) 


l HNMR(CDCl 3 )fi 


27 


6-C3- -7 n □ -2- 

740 7^11,) jt^ir, 
-2,6- >*tt-*o-2- 

/fri^a b"fi/)-lH- 
t'po [3,4-dJ- 


114-1*77 




0,96 {d, 6H), 2.07-2.20 
(m, IH), 2.55 (d, m\ 
3.72 (s, 3H), 5,33 
(s, 2H), 635 a IH), 
7.04-7.11 (rn, 2H),7.*l 
(t. lH) f 7.50 (4 1H) 


28 


2.6- K'p -2- 
1H- t B oc? [3,4-dl- 


141-143 


347 


0.95 (d, 6H), 2.07-2.20 
Cm, IH), 2.55 (d, 2H), 
3.73 (s. 3H). 5.57 
(s,2H).7.05(d. IH). 
7.14 (d, IH). 7.55-7.63 
Cm. 2H). 7.74-7.83 
(m. 2H), 8.09 (d, IH), 
8.13 (d, IH) 


29 

■^5 


2,6- y-'tKa -2- 
>« tii/ 4-(2- 

t°c7D [3,4-d]- 
tf V^V> -Wv 


127-129 


364 


Q96fd 6H) 2 06-2 20 
(m. 1H),2.56 (d.2H), 
3.73 (s.3H), 5.49 
(s, 2H), 6.85(d. IH), 
7.02 (d, IH), 7.42-7.52 
(m.3H).7.74(d. IH) 



(80) 



001-525413 





fa |fl% 


°C 


MS (+ve APCI) 
((M+H)*) 


! H NMR (CDC1 3 ) 8 


30 

V"*5 


2.6- Vth*a-6-(2- 
^?V'[l,2-a]- 

f'Ji^iU) *f iU-2- 
jt4-/u-4-{2- 

) t+iU7*ot , '^MH- 
t'PD [3,4-d> 


165-L66 


336 


0.96 (d, 6H), 2.07-2.21 
(m, IH), 2.55 (d. 2H). 
3.71 (s. 3H), 5.43 
(s, 2H), 6.81 (t, 1H). 
7.19 (d, 1H),7.22 
<dd, 1H), 7.43 (s. IH), 
7.56-7.60 (m, 2H),8.05 
(dd, IH) 



mmm 3 1 ) 

(2, 6-7kFn-N- [3- ( 1 - 1 H - 4 5 ^V'J ;v) 7*nt'jV] 2- 
^^;V-4- ( 2 ^;P~7°n tT JV) - l-^^V-6-7i-JMf^-lH 
-t'nn [3, 4-d] t: V ? v > - 1 - * > - 5 - ii JV*K3r v T 5 K) 
[0125] 
[ft5 2] 




a) 2, 6-vtKo-2-^f;v-4- ( 2 - pt ^ ;V7°n t: jv) - 6 - V x. 
^Wf)V-lH-b'nn [3, 4-d] bf U ^ v > - 1 - % > - 5 - fj JVsJ?> 

7*f;V'Jf^A (^^^^^2. 5M, 2. 3 5ml) MfF5tFn7 
9 > (10ml) t©vMvynt"^7^ ( 0 . 85ml) ?)«#MgF?fcK, g 
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^-C- 7 8 < C*-e?^*PL7to ^ilWtLT, h7tFn75> (10ml 

) 4^2, Kn-2-^f;v-4 - ( 2 -pt f-^^n tf ;v) -6 - (1 

-7 j. ~ ^^f jv) -lH-t'on [3, 4-d] tTU *rvy- l > (l. 
5g, 1 4 c7)Xffb coX -9 i:HS$ ft*) ^«»IU ^LTW^ 

Ltx;^V-MTffet^JV?r#T, itL*i»if ^ : >f VA^rt> (3 
I 7) fW^^n7h^77-f-^LT, S!lM:^£Mfeg|#t LTifc 
(0 . 9 1 g) o 
iiu£ : 1 2 9 ~ 1 3 0 V 

MS (+ve APCI) ( (M+H) + ) 340 

l H NMR (CDC h) £ 0 . 96 (d, 6 H) , 2. 04-2. 18 (m, 
1H) , 2. 61 (d , 2 H) ^ 3. 82 ( s , 3 H) ^ 5. 99 (s, 2H) 
, 7. 22-7. 38 (m, 6H) , 16. 43 ( s , 1 H) 0 
[0126] 

b) 2, JV-4 - ( 2 - * *f- )Vfu tf ;v) - 6- 7^ 

^)Mf*-lH-t"nn [3, 4-d] fc? V ^ v ^ - 1 - % ^ - 5 - # JVtf?^ 

3 - ( i -4 \ a<) y°u \i)vr ? K 

y^fiV'tJlAT^ F (3ml) 4 J ©> 2, 6 - v t K n - 2 - * <f- ;v - 4 - 
(2-^f^7*ne^) - 6- 7i-^^fJV-lH-t°nn [3, 4-d] t: 
U iryy- 1 5 (0. 0 4 g) „ tFD^y^^/HJ7 

V- JV ( 0 . 5mU y7f)V*M7? FtO. 4 9M) , 1- (3-yVf 
;V7 5 7 7*nn';v) - 3 - xf ;v*;v#yM 5 FtFn^n'J F (0. 5ml , 
yVfJV^JVAT^ FtO. 4 7M) ^it^N- ( 3 - T 5 J 7* n t: jv) >f 3 
v~-;v (0. 0 3g) ^il-M&Sr, 4 8 itfrrofcfrfcoT^SIfciKMiftLfco 
■»i/t^u-hL, ^LXm^Z, y^nn.^y :x^y-jv (19 : 1 
) X~m&~fZ>? nv f^77^ -^LTiM^^f/^ (0. 0 1 1 g) o 
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MS (+ve APCI) ( (M+H) + ) 447 

1 H NMR (CDC h) S 0 . 98 (d, 6H) , 2 . 12-2. 20 (m, 
3 H) , 2. 62 (d, 2 H) ^ 3. 40 ( q, 2 H) > 3. 82 ( s , 3H) 
, 4. 15 (q, 2H) , 6. 05 (s, 2 H) , 7. 10 (d, 2H) , 7. 
20 ( s , 1H) , 7. 30-7. 40 (m, 5H) , 8. 61 ( s , 1 H) > 
11. 8 1 ( t , 1 H) o 
[0 12 7] 

mmm 3 2 ) 

(2, 5-yk Kn-5-^f-^-7- ( 2 - * f-JV^n if ;v) - 2- ( 1 - 
•f-y ? U — -4H-tT9Vn [3, 4-d] If T J > - 4 >) 

[ft 5 3 ] 




a) xf jv4-t Kn^y-6-^fiV-2-A y°~f- J -x.- b 
n --7*^;v; A (-\^^>4 3 2. 5M, 2 2. 5ml) ^T"C$£i* 
rh7tFD77> (75ml) ^<OfrP& tf ^- > m^fr (6. 0ml) 

0^Cl?^otiTL"CiiL^o 3 tit h7KFn77> (15 m 

1 ) ct^-f yrfWJ jVTJV-rt K (6. 5ml) *, - 69t:J;1fi< fciBJ£* 

K (10ml) ^■Ci^RjJ?**^®* TS»& fc*i-2ftfiLfco 

U ^LTx;UHl/- > LT, xf;V4-t Kn^y-6-^fJV-2-A7"f- 
y x.- h ;vt LT#fc ( 9 . 5 g) o 
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GC/M S (BS TMAt) E I I 2 4 1 (M- 1 5 ) 

*Ja->X&m (Sfft^OA^f,, 4g) ^ fcfctp-CT-k V > (3 0ml 
) ^<T)^)VA -fc Fn^fi/- 6 2 -^-ff-J \- (9. 5g) 

> $J 1 0 TJKSJg£*t^L ^L** s t)iT LtilLto 0. 5B#ffi 

iOSJES%*7lC ( 3 0 0 ml) TMfrJRU f LTyif JVi-f JK'3g« 

muo -eft* u fit, ^ltx/^v-mt> x. 

- ^f-JV - 4 - * + V - 2 - A^f y f^^-^^t Lt#^: (7. 0 

g) o 

GC/M S EI I 167 (M -15) 

1 H NMR (CDC 1 s) 5 0. 97 (6H, d), 1. 30 (3 H, t), 2 
. 20 (1 H, m) > 2. 51 (2 H, d) , 4. 30 (2H, q) Q 
[0128] 

c) xf JV5- Jl/ - 1-^^77'f-JV) - 1 H - 5 V— ;v — 4 — 

»)H>yWf, ftj:0 t iffl'4- ( 3 - * ^/P- 1 3r V ^JV) 1 H - 
tf9 x /-^- 5 > 

i^7Xi£^\ ( b 'J ^f-JVy'J ;V) y'T^ry (^^r^->4 3 2. 0M, 2 5 
ml) ^, m^TX\ f7tFH77> (20ml) ^<D^)V 6 

fJV-4-t^V-2-A7"f yx^h (7. 0 g) fc«#L>3:j&**>*9>o < V) t 
tmWLfco 1 6 ^«i^t-{JHTi^t>-MT, :M-/'J 

*Ji-c^ h ^ 7 4 -£fr^ (Hfxf V^VA^rf > 1 ; 2) , ii 
<E>i§tfi£fifc jr.^;V5- ( 3 - ^ ^- )V- 1 - ^- 3r V ^ JV) -lH-t" 

7V*-^-4-5!i;V*>yWf^||t (2. 3 3g) o 

: 1 0 5 ~ 1 0 7 "C 
MS (+ve APCI) 2 2 5 ((M+H) + ) 

*H NMR (CDC 1 3 ) 8 0. 99 (6 H, d) , 1. 38 (3 H, t) > 2 
. 25 (1 H, m) > 3. 07 (2 H, d) , 4. 35 (2 H, q) , 8. 12 
(1H, s ) , 11. 5 ( 1 H, br) 0 
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9 V*- ^-5-*WVWh -e* o ( 1 . 2 2 g ) o 

Hft£ : 6 1-6 2t 

MS (+ve APCI) 2 2 6 ((M+H) + ) 

*H NMR (CDC 1 3 ) f 0. 98 (6H, d) , 1. 42 (3H, t) , 2 
. 23 (1H, m) > 2. 7 9 (2 H, d) , 4. 46 (2 H, q) . 8. 09 
(1H, s), 12. 55 ( 1 H, br) 0 
[0 12 9] 

d) ji-f-;V3- (3-^f)l-l-*^V^fJV) -1- (1 - j-ypU — H' 

- i H-k*7V*-jv- 4 W3f vv- h 
K-/7f)WtJlA7^ K (15ml) f^«0. Ji^JV5 - (3 -ff~)\>- 1 - 
t^V/f-JV) - 1 H-t°5v*-^-4-*JV*^yV-h (0. 7 5 g) . 1 
-1-y? o k ( 0 . 6g) , is X Zffim-^y^ A ( 1 . 2 5 g) 

JVtttfHL, dtt^^9-f y^ffi&L, S£J£U fLW*>- f LTgiJ^b 

MS AP + ve 365 (M+l) 

1 H NMR (CDC 10 <J0. 98 (6 H, d), 1. 26 (3H, t ) > 2 
. 21-2. 37 (1H, m) , 2. 92 ( 2 H, d) > 4. 21 ( 2 H, q) 
> 5. 77 (2H, s ) , 7. 39~7. 57 ( 2 H, m) > 7. 50 ( 1 H, 
d) > 7. 61 ( 1 H, s ) , 7. 80-7. 95 (2 H, m) , 7. 95 (1 
H, d) o 

[0130] 

e) 2, 5-ytFn-5-^f*-7 - ( 2 - ^ ^ )vy°u tT ;v) -2- (l 
-^7 ? f-jV) -4H-t°57*o [3, 4-d] M 'J 4 

o-^y-;V (2 0ml) tfW, o^;V3- )l- l-**vyf ^) 

-1- ( 1 9 - 1 H - t° 7 Jl^ - 4 - * ^#^r^ ^- f 

(1. 8 g) Sitf^f^KK?^/' (0. 6g) $-IITt 1 6 B&WiUlftLfc 

nvh^77^ (ft*^^^ : ^fv^t> 2:3) .fcoTffiffSU ^ 
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izWWlZ-^- ^ / 5 u^^^-y^^^^tLX, 2, 5-ytFn-5-^fJV 
-7- ( 2 -pt f-i^n tf jv) -2- ( l -^-7 ? -4H-t°7 
7n [3, 4-d] fcf V ms- 4 (0. 43g) 

lft£ : 1 6 6 - 1 6 7 V 

MS (+ve APCI) 3 4 7 ((M+H) + ) 

l U NMR (CDC Is) H. 02 (6 H, d) , 2. 38 (1H, m) , 2 
. 82 (2 H, d) , 3. 71 (3H, s ) > 5. 97 (2H, s ) > 7. 35 
-7. 50 (4 H, m) , 7. 86 ( 1 H, s) , 7. 86 ( 1 H, d) , 7. 
91 ( 1 H, d) > 7. 93 ( 1 H, d) Q 
[0131] 

mmm 3 3 ) 

(2, 6->'tF0-6-^fJV-4- ( 2 - ^ ^ JV:/n tT ;v) -2- ( 1 - 
¥ V - -7H-k'7V*n [3, 4-d] tT V ^ V J > - 7 - sj- > ) 

[0132] 
[£5 4] 




a ) jl^-;v4- O-^f-Jl'-l-tty^) -1- 
* * ;v) - 1 h - 1? 9 ->v- 3 - # ;v5j?^r v u - f 

xf ]14- (s-^f^-i-t^v^fjv) - 1 H-t'^V-JV- 5 -77 ;v 
^v^- h (*#fc#!)3 2 , Xflc ; 0. 62g) , 1 - ^- 7 ^ 
O'JF (0. 5 3 g ) , £ i Zf&tWt* A ( 1 . 1 g ) £ > 1&mv * V-fr* JU 
(8ml) ^-C4 8B#W8fc#U ^V>-C#&*£$&!jll Lfco 
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LT> 4- (3-^fJV-l-^^V7'f;V) -1- ( l-j~79 U ~ 

- 1 H- tT 9'/-^- 3 -A^^Vl/- h i: LT#7t ( 

0. 1 5 g) o 

MS (+ve APCI) 3 6 5 ((M+H) + ) 

l H NMR (CDC 10 (JO. 87 (6H, d) , 1. 43 (3H, t) , 2 
. 12 (1 H, m) , 2. 66 (2 H, d) , 4. 47 (2 H, q) , 5. 80 
(2H, s ) > 7. 50 (1H, s) > 7. 4-7. 6 (4 H, m) > 7. 8 - 
7 . 9 ( 3 H, m) o 
[0133] 

b) 2, 6-ytKn-6-^f;V-4- ( 2 - ^ t: ;v) -2- (1 

-^■7 ? -7H-k'9 s /n [3, 4 - d ] Vf 'J ^ v > - 7 - * > 

) 

J^9J-)V (2ml) *£<D^ oi^;V4- 1 - t^rV7f-^) - 

1- ( 1 --T7 9 V — fr* <f-n>) - 1 H-bT 3 -jJ^i/l/- h ( 

0. 15g) *i^fJH:K5r/ (0. lml) ^M^IlCtl 

*J 9 * 9 v \ ^9 J ~ )^ (i 9 : 1) -CtFtfJT* ^nvb^7^ - Srffv* 
> £®ft^|&£f§*: (0. 0 8 g) o 
MM. : 1 6 3 ~ 1 6 4 V 

MS (+ve APCI) ( (M+H) + ) 347 

1 H NMR (CDC 1 3) SO. 85 (d , 6 H) ^ 1. 89-2. 03 (m, 
1H) , 2. 44 ( d , 2H^ 3. 80 ( s , 3 H) ^ 6. 03 ( s , 2H) 
, 7. 46-7. 55 (m, 5H) , 7. 90-7. 96 (m, 3H) C 
[0134] 

mmm 3 4 ) 

(2, 5->'tFn-3- [ ( 3 — t: Fn^y7'nk'jv) ^4-] -5-^^;v 

-7- (2 - JV7'nt°JP) -2 - ( 1 --T7 9 U~)VJ -4H-bf9 
[3, 4-d] tiV^v>-4-^>) 



(87) 



9#»2 001-525413 



[0135] 
[£5 5] 




'Jf^AyMy^ne^T^ K (rfyt Fn75^t0. 4M, 2. 0ml 
) m^T- 7 8 VK-O&WZ HZ&Mt F5tFn77> (7ml) *<D, 
2, 5-vtKn-5-^f^-7- ( 2 - ^ •f-JU-fv \£ JV) - 2- ( 1 - ^ "7 
^Vj=.;V^jV) -4H-k'7V*n [3, 4-d] tT 'J ^'v > - 4 > (0. 
1 7 g) iSjl^S- [3 1 -*J* -Vff~)V-yV 

Z/\ -?u\d)V~\ 4 ^-)V<yj£ yx^fcy ^jj-^- h , (J. Med. C 
hem. 1995, 38, 2557..0. 34g) <9*&iftfcKI>o < "9 t 

$:/7^>«t, SSSU ^Ltt^JVjW^v-Mfc (0. 4 g) 
o £<7)^-f ;v£r-fe > =. h V )V (7ml) K^ML, 7 yQHTjLf&WL ( 4 0 96, 0 
.4ml) t«Lt 0 1 6 ^PKf, Mffl<r>Rm&mi- V 'J 7 iM#$t£i» U 

U ^LTi^jKi/->Lfc 0 :©ajS*'>'JAi^^n7h^57-f- (ft 
^f-;V:^y^^^-> 2 11) CioTfSLTHMi^o i*L*V^n 
^^■9-^/ftm^^;v^^|g H B H <kLT, 2, 5-ytFn-3- [ (3-tFo 
^y7*De)V) f-^-] -5-^f-;v-7- (2-^fJl^7'nt*;v) - 2- (1- 
7- -7 ^ V-)V* <f-)V) -4H-t;9V p n [3, 4-d] H° 'J ^ > - 4 - :* > * 
Utz (0 . 1 3 5 g) o 
III ir : 1 4 1 ~ 1 4 2 *C 



(88) 001-525413 
MS (+ve APCI) 4 3 7 ((M+H) + ) 

*H NMR (CDC 10 5 0. 97 (6H, d) , 1. 76 (2H, * -<> T 
•;H , 2 . 30 ( 1 H , m) , 2. 76 ( 2 H , d ) > 3. 27 (2H, t) 
, 3. 43 ( 1 H, t ) , 3. 76 (3H, s) , 3. 80 (2 H, q) , 6. 
18 ( 2 H, s), 6. 88 (1H, d) , 7. 3-7. 6 (3H, m) , 7. 
81 ( 1 H, d) . 7. 90 ( 1 H, d) , 8. 27 ( 1 H, d) Q 
[0 13 6] 
(*ifefll 3 5 ) 

(2 - [1-kFn^y-i - ( i -^y 9 - 5-^^;v- 

7- (2-^fJ^ot>) 7D [2, 3-d] WfTltV-l (5H) 

[0137] 
[it 5 6 ] 




a) 2- (l-tKn^5'-3-^W^) 7 5>-3-*W>l 
3 - 75^f (2. 85 g) T h7t K0 75> (50ml) ^l-^^L 
> f LT-7 8 "C4 -C^-iPLTto fh7t Kn77> (10 0ml) ^«'J ^ 
Ay^77on'jV7^ K (5 6mmo 1) V>mifc*ffiT LTij]D L, ^LT^co 
1 5«#L/;o ff7^Kn77> (1 5 m 1 ) *<0 Z - 
(3. 0ml) <0»?8ES:«T LT&iJIILfco i«EM^?-7 8t: 

Lfco nn^ 9 v : g^M^^-^ : EM ( l 6 0 : 4 o : l ) T7i#tfiT& ^ n 
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■7f^77-f-CJ:oT, mmit^-m^^tz (2 . 7 5 g) o 

MS (-ve APCI) 197 ( (M— H) ~) 

1 H NMR (CDC 1 3) SO. 96 (6 H, m) , 1. 62-1. 89 (3H 

, m). 5. 12 ( 1 H, dd) , 6. 73 (1H, d). 7. 32 (1H, d 

) o 

[0138] 

b) h 0 ^fiVy'J jv^f f-ji 2 — JV7f;v) y? 
y- 3 -*)V^yl/- >■ 

2 - ^ ^) 77^-3-*^**>f (800 

mg) ^, y^nn^> (3 0ml) C'ML, f LT h 'J ^ f-JPy 'J ^y 7 
(A^f>^2M, 2. 1ml) G9?§?££«I L*:o i^^t^2 0 

v^^;woi--r ;v : a v^^^r y { 1 : 1 ) -e^ffi-r^ ?07h^57-f-CJ: 

oT, HII®ffr&J»£*§fc ( 4 3 5 mg) o 

MS (+ve APCI) 2 6 7 ((M-Me) + ) 

1 H NMR (CDC 1 3 ) <5" 0 . 12 (9H, s ) , 0. 95 (6H, dd)> 
1. 60-1. 88 (3 H, m) , 3. 96 (2 H, s ) , 4. 37 ( 1 H, d 
). 5. 01 (1H, m) , 6. 64 (1H, d)> 7. 26 ( 1 H, d) D 
[0139] 

c) h V J fJly 0 )V2 2 - (3-^fil-l-t^V7fil) 75>- 
3 JV^^l/- Y) 

y^fjV7**^y K (125/^1) v^nn^ * > ( l 0 m 1 ) 
U 8T:|-e^iPLfco JV^o'J F (8O/1 1 ) ^iTLT 

MlU -e ^(Dm&m* l 5 frM*#Lfc 0 n 9 y (10ml) * 
<r> Y ij ■f-ju-y U ;Vp< ^-JV 2 - (1-t Fn^y-3-^f JV7*fJV) 75>- 
3-^m-/V-f ( 2 0 0 mg) £ittU *LT£?)i!^£2 OfrWSfc 
^L/co f'JifiV7 5> (0. 4 9ml) £}»Lfc 0 :^ft^20^ 
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**U Mil L, ^Ltx/^V- h LTHjm<h^^#^ (17 0mg) 0 
MS (+ve APCI) 2 8 3 ((M+H) + )o 
[0140] 

d) 5-^f-;v-7- ( 2 -2 fJ^n ?n [2, 3-d] tf'J^^V 
- 4 ( 5 H ) * > 

h iJ^^-;Vv'J;v^^-;V2- (S-^f^-l-t^fV/f^) 77>-3- 
* V V- h ( 1 7 0 m g ) $5 X ZfJ -f- ;v t: F 9 V > (40^ 1 ) £3r V 

> (10ml) 4 J -C^^-^> ^LXZ(DM&m*MMT^bmmM?&LtZo 

T^^l^fLfco ^V^ + f :i»xf;p (3:2) T»S^n7l> 
^^^Kiot, (4 9mg) 0 

MS (+ve APCI) 2 0 7 ((M+H) + ) 

1 H NMR (CDC 10 SO. 9 8 (6 H, d) , 2. 12-2. 26 (1H 
, d) > 2. 73 ( 2 H, d) > 3. 84 (3 H, s ) , 7. 05 ( 1 H, d) 
, 7 . 6 5 ( 1 H, d ) o 
[0141] 

e) 2 - [l-K >*n^5/-i- {\-^-y9V — )V) -b-jj-fr 
-7- ( 2 -pt fil7"ne jv) 7n [2, 3-d] fcfiJ^v^-4 (5H) ;* > 

5-^-f-;V-7- (2-^f*7"Df;i) 7D [2, 3-d] tf'J5 r ^>-4 
(5H) (105m g) *7>5tKn75> (5ml) fct&fff L, L 

T - 7 8 ti -C^-SPL^o rf7tFn7?> (1M, 0. 56ml) 0 ■f- 
^AyMV7"nt>7^ K*£OiS?fcfci&&llU * L T £ <*> * 3 0#IW8fc 

#Lfco 1 h TJVr^t K (80// 1) U * LtiWRtEi^ 3 0 

> &j*U itiu fUx;tfi/-M^ ^v^^f> :^m^^jv (i : 
1) -Ciain^07f^77^i:J:oT, Umt&m*&fc (5 0mg) o 



(91) 001-525413 

WlM. : l l o ~ l l 2 V 

MS (+ve APCI) 3 6 3 ((M+H) + ) 

1 H NMR (CDCh) $ 0 . 91 (6H, dd), 2. 04-2. 18 (1 
H, m), 2. 67 (2 H, d), 2. 81 (1H, d). 3. 79 (3 H, s 
), 6. 66 (1H, d), 6. 73 (1H, s ) , 7. 48-7. 53 (3H 
, m), 7. 65 ( 1 H, d) ^ 7. 87-7. 91 (2H, m) , 8. 0 4- 
8 . 0 6 ( 1 H, m) o 
[0 14 2] 

mmm 3 6 ) 

(5-pff-JV-7- ( 2 ^-yv-fu t: )V) -2- ( 1 -i-y 9 v—iv* <f~iv 
) yu [2, 3-d] k°U^v>-4 (5H) 
[0143] 
[ft 5 7 ] 




2 - [1-tFn^y-l- (1-^:7^V~JV) ^ ^ )V] )V -7 

- ( 2 -pt f-;V7°n fcf ;v) 7D [2, 3-d] ^'J^y>-4 (5H) ^ V (6 
8mg) *-^00^r/ (3ml) + K L £ <, h'J7^nM (1ml 
) fcjtfl- 'JxW5V (1ml) £i«U <?■ LT i^iS#J»* 2 4 ftMjft 

2@ttfiJLfco ^*?*fc^T«ffl*^9>f >Tt5fe^L, 3£i#U fltiSU ^Ltx 
/^•WFUo ^VA^f>:|fxf* (l : l) TiEBtl>^nvh^7 

<fc <9 ^<b^^#7t (5 2mg) o 
»A I 7 3 - 7 5 *C 
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MS (+veAPCI) 3 4 7 ((M+H) + ) 

1 H NMR (CDC Is) SO. 9 4 (6 H, d), 2. 08-2. 22 (1H, 

m), 2. 69 (2H, d), 3. 79 (3 H, s), 4. 56 (2H, s). 

6. 50 (1H, s), 7. 37-7. 53 (4 H, m) , 7. 81-7. 99 
(3 H, m) o 

[0 14 4] 

mnm 3 7 ) 

(2 - [l-tFn^v'-l- (3-/7;7i^JV) - 5-^-f-JV 

-7- (2-^fi^nt';V) 7H [2, 3-d] H°'J^v>-4 (5H) * > 
) 

[0145] 
[it 5 8 ] 




3 5 GDXH e O^&Htfcv^ 5-^^;V-7- (2 - )V7° u \d )V) 
70 [2, 3-d] \£Vn?>-4 (5H) (^MM3 5XfSd) & <fc 

3-y77^>X7JVft <b L £ 0 
m& : 1 0 6 ~ 1 0 8 V 

MS (+veAPCI) 3 3 8 ((M+H) + ) 

1 H NM R (CDC 1 3 ) d 0 . 93 (6H, d), 2. 04-2. 18 (1H, 
m) > 2. 67 ( 2 H, d) , 3. 30 (1H, d), 3. 81 (3 H, s)> 
6. 00 (1H, d), 6. 81 (1H, s). 7. 5 2 (1H, t ) > 7. 6 
7 (2H, m) , 7. 81 (1H, s) Q 
[0146] 



(93) 

mmm 3 s ) 

(2- (3-y7/7i^) * 5 -pt 7 
JV) 70 [ 2 , 3 - d ] tf V ^ v > - 4 ( 5 H) * 
[0147] 
[it 5 9 ] 




^1M3 6«I:^, 2- [1-tFn^y-l- (3-yT77x^JV 
) -5-*<f-)V-7 - {2 - *^~)V7°xi}£)V) yu [2, 3-d] tfu 

^>_ 4 (5H) ^-^^^i^MLTto 
ilkj3( : 7 6 ~ 7 8 "C 

MS (+veAPCI) 322 ((M + H) + ) 

1 H NM R (CDC h) SO. 9 5 (6H, d) , 2. 13 ( 1 H, m) , 3. 
68 ( 2 H, d), 3. 82 ( 3 H, s ) , 4. 17 (2H, s), 6. 68 ( 
1H, s) , 7. 44-7. 52 (2 H, m) , 7. 58-7. 60 (2H, m 

) o 

[0148] 

m^m 3 9 ) 

(2 - (2-f'j7^n^f^7i^^) ^f-;v-5-^^-;v-7 - (2- 

^fiV7n^) [2, 3-d] f>J^yy-4 (5H) *>) 

[0149] 
Wfc 6 0 ] 



001-525413 



- ( 2 - f - ;v y n tf 



(94) 
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r^7t Jf0 79V/Mt> (2 11, 16ml) ^'Jf^Ay^V^n 
ti ;V 7 ^ F (1 1 . 3 mm 0 1 ) WM^t- h?t KD75> (20ml) 5 
( 2 -p« "f-JU^a \L)V) ^J^J [2, 3-d] t° 1 J^> ? >-4 ( 
5H) (^»W6Igb, 1. OOg) ilCllT, - 7 8t-CfTL 

tzo 2-F'J7J^n^fjK>X7*ftF (1. 5 7g) £r$Si)II L 

?fc (5 0ml) SrflSflPU f LT^^M^tS^fi*, ^LTftm^JV ( 

50ml) timuco z<7>mmmm*n%iRm7km^ v v a 2 eu 

^V»"C/9>f >"Cifti£U ^TlEifcU ilLTx;^fV-Mf: 0 
^fij7JHn|=i (5ml) ^LTf'Jif^y7> (2ml 

) £«L*:o 2 4 BSIBHfc, £ h 'J 7 iV^u^W. (5ml) ^i^h'Jx 

f-;v^9> (2ml) Sr^Jntfeo Hi:3Ht, i^W* (50ml) 
-C«U -eLTM^JV (5 0ml) «Lfc 0 ^©tMtBMlM© 

ill, fUx^WM^o -e^M^m^^V/^ y\^>cD£j@e 
L C «t *?JfS8JL. ^®ffc^£#fc (0 . 0 5 5 g) o 

: 1 1 2 ~ 1 1 4 V 

MS (+veAPCI) 381 ((M+H) + ) 

1 H NM R (CDC 1 3 ) SO. 97 ( 6 H, d) > 2. 12-2. 24 ( 1 H, 
m) , 2. 59 (2H, d) , 3. 81 ( 3 H, s ) , 4. 41 ( 2 H, s ) , 



(95) 001-525413 

7 . 35-7. 43 (3 H, s)> 7. 53 (1H, t ) , 7. 70 (1H, d 
) o 

[0150] 

mmm 4 0 ) 

(2- [ ( 1 - Kn^ry- 1 - 11 y vy- 3 jv) y^;v] 
-7- ( 2 -pf ^;p-7°ntf;v) f-jiy [2, 3-d] \LV¥*JV-± (5H) * 

[0151] 
m 6 1 ] 




*JtWi4©^)Hi:^, 5-^^;v-7- (2-^fjV7 1 nk t ;v) [ 
2 , 3 - d ] fcf u y v y - 4 ( 5 H) (^EffifO 6 XfS b 1 . 0 0 g ) is J; 

0 s 3 - ti V v > * ;v^"^r T JVf K ( p y r i d i n e c a r b 0 x a 1 d e 
hyde) (0. 9 6 g) t <D&J&K X *) , MmU& t LTJfi^JS^«J*#fc 

~K <t »9 iSL, ^^-CJi--rJV (5 0ml) ^-JtfSU 1, 4-v r *3r^V 
(0. 5ml) ^0 4M<7)^*^-e«k3SL7to ittLfc@M0KL^ ^LT 

^^•ciejftL-c^«'fk#j»*#fc (0. 0 6 g ) o 

SfcA : 1 5 4 ~ 1 5 6 V 

MS (+veAPCI) 3 3 0 ((M+H) + ) 

1 H NM R (DMSOd6) SO. 96 (6 H, d) , 1. 39 ( 1 H, s) , 
2. 10-2. 24 (1H, m) , 2. 59 (2H, d) „ 3. 80 (3H, s 
)> 6. 16 ( 1 H, s ) , 7. 32 (1H, dd) , 7. 43 ( 1 H, s ) , 



(96) 9#»2 001-525413 

7 . 81 (1H, dt) , 8. 55 ( 1 H, dd) , 8. 68 ( 1 H, d) Q 
[0152] 

mmm 4 1 ) 

(5-^f-JV-7- (2-^fi^nt')V) -2- 
fiy [2, 3-d] tfV^v>-4 (5H) 
[0153] 
Kb 6 2 ] 




4 3b <O^MK%^^ 2 - [ (l-tFn^y-l-t"'Jy>-3-^ 
)\>) - 5-J^)V-7 - (2-*<f-)Vy°xi\£)V) <f-x.j [2, 3-d] 

t: V ^ v y - 4 ( 5 H) -t>U*n?n y K (*ifeM 40, 0. 54g) ^ £> 
PWiLfco *££j»£lf^^;v : ^ ^ : Tk'ttr y^^-r^M (99:0 
: 1 , 9 4 : 5 : 1 , ^ -c 8 9 : 1 0 : 1 ) -c^Ftti-?- * *7A^nvf^*77 

* - HJ: 19 ffif$i U JK^Ti--r^-C»#LT^JS^^*#fc (0. 30g) 

O 

: 1 1 8 ~ 1 1 9 V 
MS (+veAPCI) 314 ((M+H) + ) 

1 H NM R (CDC 1 3 ) SO. 96 (6H, d) , 2. 13-2. 22 (1 H, 
m) > 2. 59 ( 2 H, d) , 3. 81 (3H, s ) , 4. 25 ( 2 H, s ) , 
7. 28 (1H, dd), 7. 43 (1H, s ) , 7. 57 ( 1 H, d ) , 8. 
54-8. 57 ( 2 H, m) o 
[0154] 

mmm 4 2 ) 
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(2- (2 -?uu- 6 -7 )V3rU7 x.~)]s) ; fjV- 5 -J fJV- 7 - (2 
-; f;Wnt"jl/) fx; [2, 3-d] t°'J^v^-4 (5H) 
[0155] 
[ft 6 3 ] 



o 




^*Wl4O$0i:^, 5-;f;v-7- ( 2 -; f jv/n tT;v) fx; [ 
2, 3-d] fc?'J^v>-4 (5H) (**S#)6I^Ib 1 . OOg) £ J: 

[F2-^nn-6-7 )V3r n^>X7)Vfti K (0. 9 6g) frh it Lfc 0 *i 
^ nn^ ^ >/x;? y - jV^S7iait^ frMffl HPLCCJ:*) 
iSL> liV^T-f VA^t/^f>fffe B B H LT»^^#^ (0. 0 7g) o 
M^C : 8 5 - 8 6 t 

MS (+veAPCI) 3 6 5/3 6 7 ((M+H) + ) 

1 H NM R (CDC la) 3 0. 97 ( 6 H, d), 2. 15-2. 24 (1H, 
m)> 2. 59 (2 H, d), 3. 80 (3H, s) , 4. 39-4. 40 (2 
H, s), 7. 0 1- 7. 08 ( 1 H, m) > 7. 19-7. 26 ( 2 H, m) 
> 7 . 4 2 ( 1 H, s ) o 
[0156] 
(*ifetf!) 4 3 ) 

(2 - [ (i-tFn^y-i-*;r/-3-^ji') ;f;v] -5-;f;v 
-7- (2-^fJV7 , nt , ;v) fx; [2, 3-d] t°'J^v>-4 (5H) - 
*>) 

[0157] 
[£6 4] 



(98) 
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2, 3-d] fc?'J^v>-4 (5H) (^iffJ6Iib, 1. 0 0 g) J3 

^^3-^^ 'J >^7JV*^^7;Vf t K (qu i no 1 i nec arboxa 1 
dehyde) (1. 0 6 g) ^^llllfco f'Jif 
jvt^ y (99 : 1 ) ^V^T^m^^JV/^ 9 J h U if^7^ > ( 8 9 

: i o : i) -evtm-T^^vA^n^ f^77^ci <9tfSIU ^S-fb^®* 

VliptftiJfc LT^/i ( 0 . 5 0 g) o 
MS (+veAPCI) 380 ( (M+H) + ) o 
[0158] 

mmm 4 a ) 

(5-^^;V-7- ( 2 f-JV7°n e -2- ( 3 - ^ J <J - ^ )V) 
f-x-J [2, 3-d] f'jr>^-4 (5H) -t^tFn^n'J F) 
[0159] 
[1U5] 




M.ltf-t-)^ ( 0 . 1 0 m 1 ) t^nn^ ? y (8ml) 2 - [ ( 1 - 
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nf*n^-i-*yij>-3-^) ; f jv] -5-;f;v-7- ( 2 - ; f 
)V/nt';v) fx; [2, 3-d] (5H) -Jr^'ilttlfi-e 

5ml) ^H^^Lfco h'Jxf^rr/ (0. 5 0ml) £y^[|LT, LT 
i^ifcfc^JiO/^v^A (5%, 0. 0 3 5 g) "C2 O^H^-ffcL^o 
tOS#J»*at«L, f LtttSWxf )V (5 0ml) Ti»L£o 

: -f v^^f^> : h y xf ;vr 3 > (50:50:1,66:33:1 1 
0 0:o:i) -e}#ft-r& *7A^n-7f/77^i:J: *) ffi$&Lfc<> Hkftfc 
itti^x-f;v (50ml) i:MLT, fit 1 , 4-v^-^r^> (0. 5 
ml) *<&4M<&^tok£-Ci!fc3ffiLfco it* L @IR U f LT^T 

f£**U ^m-fb^tl^#7t (0. 0 9 g) o 
»JS> 2 3 0*C 

MS (+veAPCI) 364 ((M+H) + ) 

1 H NM R (DMS0d6) SO. 90 (6 H, d) , 2. 06-2. 15 (1 
H, m) > 2. 58 (2H, d) > 3. 68 (3H, s) , 4. 66 (2H, d 
). 7 . 60 ( 1 H, s ) , 7. 78 ( 1 H, t ) , 7. 95 (1H, t ) , 8 
. 14-8. 20 (2H, m) , 8. 74 (1H, s ) , 9. 18 ( 1 H, s) 

o 

[0160] 

(^JfcflO 4 5 ) 

(2- (3 -?n0 7xxji/) ;f;V-3- (2-K Fn^yxf^y) -7 
- (;b^r^;f;V) -5-;fJVfJiy [2, 3-d] bf 1 J^v>-4 (5H 
) -*» 

[0161] 
[ft 6 6 ] 



(100) 
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>- 3 - %)v#*Z' v- ^ 

f9i: Knft 7i>-3-A v h (18. 5 g ) * 

J:^3-^nD^>X7iVftK (4 8. 5 g) ^ 1 5 M fc? ^ V V > (4ml 
) o o r-cflnffcu ^T^ian^Lfco #e>*LfcSt-fe^H#*^ ^ 

y -;v ( 3 0 0 mi) ^-e i 8 i$wjsm$u 0iRL^ o j 

- JV (300ml) jsj; z/ v ^nn^^y (200ml) ^ -cj^flg u ^9 - > 
jwo.K^jfcvM (1 0 g) &«&&IIU *-LT 4 8B#W, »Myft 

n^r/ (10 : l ) -e^mi-a ?nv>^57^i:J:») tSM SiJ^Sfl^ 

®*%tz (22. 3 2 g) o 

MS (+veAPCI) ( (M + H) ') 2 8 3/5 

1 H NM R (DMS0d-6) f 3. 79 (3H, s) , 4. 08 (2H, s) 
, 7 . 04 ( 1 H, s ) , 7. 33-7. 39 (1H, m) , 7. 45-7. 5 
7 (2H, m) , 7. 65 ( 1 H , s ) , 10. 76 ( 1 H , s) 0 
[0162] 

b) ;V5- [ (3-^nn7i^.;v) ^JV] - 4- |2 - [ (1, 1- 
y^f jvxf jl) y^fJly'JjV] ^-^yxf^y] y j. > - 3 - * JV^^r 

yk-1 

pf^-;v5- [ (3-^on7x-^) pt-f-jv] -4-t Kn^yf^7x>- 
3-*il^y!/-f (llg) , T J ^ A ( 5 . 4 5 g ) is <t V s ( 2 - ^ 

n^xh^y) (1, 1 - y^* f^/xf^) y7f*y5> (lOg) COfls^^ 



(101) ^SI2 001-525413 

£T-b h> ( 2 5 0 ml) *KmffiL, f LT3 6&£H, ;&Hffc»$E U ^tUT^ 

: 1) ^ffi-ra^nTh^^-KJ: »j#!l£U S0^je-fk^J»*4ifc (8g 

) o 

MS (+veAPCI) ((M+H) + ) 4 4 2/4 Q 
[0163] 

c) 5- [ (3 -?uuyx.~)V) jf-n,] -4- |2- [ (1, \-V**f- 
)V^)V) *^->xK->j ^ >- 3 

^f-JV5 - [ (3 -^nn^^^.;v) ^^JV] - 4- \2- [ (1, 

- h (10. 2 g) Sr 1 M^tft'JfJA (50ml) , * 9 J - )V (50m 
1 ) iiVf >5tKn75> (15 0ml) Oi&^&^fci&SU ^LTl 8 

f jl-y^f jlyijj^aij F (7g) £ <£ CM 3 (3. lg) £ £ <£> 

LTSg^^^y-i^C-ML^o A'J7A (5g) Sri<^^?St^«SaDL 

Lfc„ ZL<om&*4 v^*yr> (l o : l : D -e*tfil-* 

^n^b^9-7-f-H«t^ ffM U S0^»fb£-4&£l§fc ( 4 . 2 g ) 0 
MS (-veAPCI) ( (M-Me)") 4 2 7/9o 
[0164] 

d) 2 - [ (3-^nn7i.=.;v) - 3- 

) -7 - h^y^fJl) -5-^^;v^jcy [2, 3-d] tf';^v>-4 
( 5 H) 

^^^-y (1ml) r£<D2. OMtDyf^'Jf^A^rF^t Fn75> (3 
m 1 ) -C«1U f LT- 2 0 *C^^*PLfc 0 fF?tFn75y^5- [ ( 
3-^007xXjV) ytf-;V] - 4- 12- [ (1, -v 
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^fJly'JiV] * 3r Y 3r =y \ <f- * 7 x. > - 3 - ii )V > Wt (1 M}§?&<7) i m 
1 ) < V) tmMLtco ZtDmWL* 1 0 5*Bflii#U ^ff h5t FD7 

9 > (1ml) l mm o 1 CO 2 , N - i? * f^->-N-^f ;V7* f75 K 

Sr^iDLfco t<7>#FTft*l 0#M*#U ^V^MhT^^^^A-M (5ml 

T^jt^x^y-jV (5ml) KiSJffLfco ^ill^f^t Fr7> (9 2 
mg) fcHSiJULfco WM4CTilfeSILfco r^RJSS^ISl*^ 

5*7A^n7^^77-f-t|$U i<7)^;S<h^%^#7t (4mg) o 
MS (+veAPCI) 3 9 5 / 3 9 7 (M + H) 

1 H NM R (DMS0d-6) f 3. 33 (3H, s) , 3. 76 (3H, s) 
, 3. 80-3. 84 (2H, br) , 4. 12 (2H, s ) , 4. 13-4. 
16 (2H, m) , 4. 88 ( 2 H, s ) , 7. 07-7. 98 (4 H, m) o 

4«Mi:fv^iL^ 0 
[0165] 

[£2] 
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MS (+ve APCI) 
((M+H) 4 ) 


'H nmr 
(DMSO d-6) S 


46 

0 


2-[(3- 
/fiuj -7- 

t+iuj-j-) [.23- ' 
J J f'j ?Vy4(5H)- 


433/435 


1.19-1.88 

(10H, m), 2.52-2.62 
(tH, m), 3.74 (3H, 
s), 3.82 
(2H,bs),4.11 
(2H,s), 4.14-4.17 
(2H, m), 7.06-7.09 
(4H,m) 


47 

o 


?<-J-iu l-3-(2- 

djf/9 vV -4(5H)- 
* V 


427/429 


3.86 (3H, s),2.82- 
2.86 (2H,m),4.13 
(2H, s), 4.18-4.21 
(2H, m), 7.14-7.17 
(2H, m). 7.40-7.43 
(4H,m), 7.67-7.71 
(3H, m) 


48 


2-[(3- 
7 on 7x.-iU)- 

/f/ufs.; [2,3- 


419/421 


0.76-0.86 (4H, m), 
1.73-1.86 (5H,m), 
3.74 (3H, s), 3.02- 

111 fill >< 1 1 

<2H,s), 4.13-4.18 
<2H,m), 7.06-7.11 
(4H,m) 



mnm 4 9 ) 

^-n^t ptf-jv] ^aiy [2, 3-d] t°'J^v>-4 (5H) - 



[0166] 
W 6 7 ] 
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a) [ ( 3 - h U "7^npt f jV7x- ;v) pt^/u] -4-tFn 

^fJM-t^Vf f5t FDft7x>-3-*JV^y^- f (3. 2 g 
) joJiO 5 3 - h V 7^tn7f ^-^vXT^f'ti K (10. 6g) H^'Jy 
> (17 0mg) t#Kl B^M, 1 0 0 'C^Pfft U #cV*-CSiB.fc#23I Lfco 
HP)tL7t Jt-feoH**^ ^ y - (15 0ml) tfi8 Hf M*ft#U 
KL/co Z<DM&<omfo&7? y (15 0ml) h JV^>^ 

>K (10 g) fc*fc««U 4 Mffe»«EUfeo £^ECJM^tl£i#li 

U fLT'f > : n ny ^ y ( i o : 1 ) "C^ffiT* ^n7h^7 

7^1T, B!I^jB<b^*#fe (2. 5g) o 
MS (+veAPCI) ( (M+H) + ) 3 5 9 Q 
[0167] 

b ) )V A - J Y *~y- 2 - [ (3- F'J7^tn^fjl/7i-JV) ^f-;V 
] W7x>-3-»M^yV-F 

y"^)P 5 - [ ( 3 - > 'J 7JVto^)17i^JV) * - 4 - Fn^y 

f-;f7^>- 3 -*;V^yV- h (2. 5g) £T-feh> (50ml) iftiS 
$?L/c 0 U ^ A ( l g) £ ±0*3 ■f-JV ( 0 . 4 5 4 ml) £r^t)[J L 

, LTx^'V- > Ufco *>f : ifxf;v (40 I 1 ) 
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T»iit£^7 h 7*771 -H«t "9#fMU glj^ffifh^ife£#fc (l. 75g 

) o 

1 H NM R (DMSOd-6) SO. 9 2 (3 H, t ) , 1. 34-1. 4 7 ( 
2H, m) , 1. 61-1. 70 (2H, m) , 3. 72 (3H, s) , 4. 1 
8 (2H, s ) , 4. 21 ( 2 H, d) , 7. 55-7. 62 (4 H, m) , 8 
. 10 ( 1 H, s ) o 
[0 16 8] 

c) 4-p<h^v--5 - [ (3 - h V y Ji~)Py ^ 

•7^ ;v 4 _p?].^^_2 - [ ( 3 - f 'J 7 jv:* n^f;v7i-JP) ^ ^ ;v] 

3 -*iV«y V- Y (1. 7 5 g) * 1 M£>7lcSMfcy A (10 
ml) , •f>9fcKn:79>' (30ml) fii^^y-JP (10ml) <DM& 

U *#8U 6-fe<E>@#£ LTHJ^<b^£#*: (l. 2 5 g) o 
MS(-veAPCI) ( (M-H) ") 3 1 5 

1 H NM R (DMS0d-6) S3. 71 ( 3 H, s ) , 4. 16 (2 H, s) 
, 7. 54-7. 61 (4 H, m) , 8. 04 (1H, s ) > 12. 64 (1H 
, s ) o 

[0169] 

d) 2 - (2 uy°xi t:;VT-tr^-;V) - 4 h 5 - [ ( 3 - h T J 
y;v^-n^ j=.;v) ^t-^-jv] -7 .x > - 3 — # 

^^r^-> (1. 7 5ml) 4^02M«7f-Jl/'Jf rf7tKn75> 
(3 0ml) ^co4-^h^v-5 - [ (3 - f ^ 7JP^n^tf;V7i^JP) p< 
f-jV] ft7xV- 3 -a/Usif^W (5 0 Omg) tSfSEH- 7 8tti?)o < V) ^ 
ilDLfco 'fehfrtzTfrfc^Wfa* 2 0M*^#U ^tf f5tFn7 5> (3 
ml) *¥<D 2 n7*n H°;v-N-^ h ^r^-N-^ f*7^ h T 5 K (22 

9mg) £i»L*r 0 »l^-7 8tt2 0»#Lfc o ^tliai: 
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fflfclBSU % LTllL/: 0 v^*y-> : : if (10:1 

0:1) -e-^m-r^iJ'n^ f^?7^ -HJ; lufflffiU S!l^Jg*fc-&>«f£#fc (1 

7 7 m g) o 

MS(+veAPCI) ( (M + H) + ) 3 9 9 

1 H NM R (DMS0d-6) SO. 91-1. 44 (2 H, m) , 0. 4 4- 
0. 49 (2H, m) , 0. 94-1. 14 (1H, m) , 2. 66 (2H, d 
) > 3. 77 (3 H, s) > 4. 26 (2 H, s), 7. 56-7. 66 (3H 
, m) , 7. 69 (1H, s ) > 13. 66 ( 1 H, bs) 0 
[0170] 

e) 7-^^n^nt"jMf-f-3-^f^^-5-^f)V-2- [ (3 - > 
•j7Wn^f^7x^) ^-^7 [2, 3-d] ^V^v>-4 (5 

H) 

2 - (2 - y^D7"nk';V7^f;V) - 4 h^ry- 5 - [ (3 - h V 7 )V 
tn^f jV7i-)l) ^ f-JV] ^-^"7^> - 3 -%)l>tfym (8 . 6 5 g) £^ 
(12 5ml) K'SMLfZo Z<DmH&te* *f-frK v > (2. 34m 

8 g) o 

MS (+veAPCI) ( (M+ H) + ) 409 

1 H NM R (DMS0d-6) SO. 22 (2H, m) , 0. 48 (2H, m) 
> 1. 00-1. 10 ( 1 H, m) , 2. 61 ( 2 H, d) , 3. 69 (3 H, 
s ) , 3. 88 ( 3 H, s ) . 4. 33 ( 2 H, s ) , 7. 55-7. 64 (3 
H, m) , 7 . 6 9 ( 1 H, s ) 0 
[0171] 

mmm 5 0 ) 

(7 n/niiJM f-fr- 5 3 - [2- ( ;* JV * ) 

v] - 2- [ ( '3 - > 'J 7 fr* n ^ fJV7 j. -J>V) y^;v] -f-aiy [2, 3-d 

] tf y yy-y- 4 ( 5 H) >) 
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[0172] 
[it 6 8 ] 




a) 7 n^nt"jMff- 3 - t: Kn^y- 5 -ff-)V- 2 - [ (3- 
> 1; -7;v^- cm -f-)vy ^;v] fxy [2, 3-d] n°>J^v>-4 ( 
5 h) y 

7 -~/?u7u\i)i<jJ-)V-3-j. h^r v- 5 J-)l>- 2 - [ (3- h'J7 
;vinptf-;V7x^;v) -fxy [2, 3-d] t°'J^> r >-4 (5H 

) (8. 8 g) *V?uu* * > ( 2 5 0 ml) K$gF»U f LT- l 5 

TDC^L^o y^nn^^v^oHlft*')! (1M, 24ml) £»IL*: 

0 ic7)^)S^^^Sna^, 7 2^ra^#L7t 0 U f Lt;«^ 

£ com^^-i v\**ty : -x--r;v (1 : 1 ) -c}§m-r&^ nv ^'77^-1: 
J^ffiHU ^v>-tm y^^-^>^t>Wte^u B!l^Ja*fb^«f£#fc (4. 5 g 

) o 

: 9 2 - 9 3 "C 
MS(+veAPCI) ( (M+H) 4 ) 3 95 

1 H NM R (DMSOd-6) SO. 21-0. 23 (2 H, m) , 0. 48- 
0. 50 (2H, m) , 1. 04-1. 08 (1H, m) , 2. 60 ( 2 H, d 
), 3. 67 (3H, s ) , 4. 26 ( 2 H , s ) , 7. 56-7. 64 (3H 
, m) , 7. 67 ( 1 H, s ) , 9. 27 ( 1 H, s) Q 

[0173] 

b) 7 - s s9 uy'u 5 -* 3 - [2- (^^-jvf-^-) 
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3rv] -2- [ (3-f'J7Wn^f;V7x-jV) i-^y [2, 3- 

d] (5H) 

ffij»ff5i:Kn75> (5ml) C, f h 7k Kn77> + « 1M h'J7 
i-;i/^^-7-f> (0. 6 4ml) inV^T. f h5t FD77>^01M v a. 
f JVvTVy* ;V^^r-> V- h (0. 6 4ml) Tf5tFn77>t 
<D\M 2, 6-y-t-7'f-;V7i7-^ (0. 6 4ml) SrjfobDLfco 
Mi5:5M, I^U ^tf F7kFn77>^^0. 5M 2-(*7- 
;V^) (l. 2 8ml) L*r 0 ^"ei <vmWL* 5 jg 

#Lfc<> 7 - ^/;n7nn'wfJP- 3 - Fn^ry - 5 2 - [ (3 
-h'J7;v^n^f ;v7x-;v) ^-^y [2, 3-d] tf'J^v^-4 

(5 H) (1ml co-f h7tFn75>+ 2 4 8 mg) £^2JPU ^LT 

-<7)W^2 4 I^Pa«oTMJTOK^L£o 1 8BfM^^«IL 

LT^®fh#J»*l§fc (7 7mg) o 

MS (ES + ve, TOF) ( (M + H) + ) Wmm 14 6 9. 1 2 4 1; MWS 
fit : 4 6 9 . 1 2 3 1 

1 H NM R (DMS0d-6) 5 0. 21-0. 23 ( 2 H, m) , 0. 4 8- 
0/50 (2H, m) , 1. 0 2 - 1. 08 ( 1 H, m) , 2. 11 ( 3 H, s 
) , 2. 66 (2H, d) > 2. 85 (2 H, t) , 3. 69 (3 H, s ) > 4 
. 30 ( 2 H, t ) , 4. 40 ( 2 H, s ) , 7. 56-7. 64 ( 3 H, m) 
, 7 . 7 2 ( 1 H, s ) o 

[0174] 

[^3] 
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MS (ES+ve, TOF) 
((M+Hf) 


'HNMR 
(DMSO d-6) 8 


51 


7- /ae>l'- 


iMJfcfflL: 453.1442 


0.21-0.23 (2H,m), 




JU -3-(2- 


iS^te" 453 - 1459 


0.47-0.49 (2H,m), 








L0l-L05(1H,m), 


V 


/■f ,u -2-[<3- 




2.61 (2H,d), 3.30 








(3H, s), 3.59-3.62 








(2H, m). 3.68 




f t ; [2.3-d]- 




(3H, s), 4.3 1-4.32 




W>V<-4(5H)- 




(2H t m), 4.36 








(2H t s), 7.55-7.63 








(3H,m), 7.71 








<lH,s) 


52 


-7- 

5- *f„,-2-[(3- 

[2,3-d}- 

t . ljy V > .-4<5H)- 


iP-J3LfiE.-477.lS35 
if «t£: 477.1823 


0.21-0.24 (2H,m), 
0.47-0.50 (2H, m), 
1.02-1.04 (lH,m), 
1.33-1.35 (2H,m), 
1.53-1.55 (4H, m), 
1.73-1.77 {2H,m), 
2.31-2.33 (lH,m), 
2.61(2H,d).3.68 
(3H,s),3.97 
(2H, d), 4.34 
(2H, s), 7.55-7.63 
(3H, m), 7.69 
OH,s) 
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MS (ES+ve. TOF) 
((M+HT) 



'HNMR 
(DMSO d-6) 5 



53 




>7D 7"Pt*'t//f 

-5- /+il,-3- 
(^-l-^tl-'o??/ -2- 

^ [23-d]- 



JlMLft: 479.1701 
attfll =479.1616 



0.22-0.26 (2H. m}, 
0.45-0.49 (2H, m), 
1.01-1.03 (H, m), 
1.60-1.70 (1H, m), 
1.80-1.90 (2H, m), 
1.91-1.99 (1H, m), 
2.60 (2H, d),3.45 
(3H, s), 3.60-3.70 
(1H, m), 3.70-3.79 
(1H, m), 4.01-4.09 
(lH,m), 4.11-4.19 
(lH,m), 4.18-4.26 
(lH,m) f 4.37 
(2H, d), 7.55-7.65 
(3H,m),7.71 
(lH,s) 



54 



7- 

-3-(3-tP*o4x-3- 

/•f-iU !- 7>*^)-5- 

jt^-iu -2-1(3- 

7*-'k) 1- 
f */ [2,3-d]- 

W>V-4(SH)- 



481.1762 
SEHtf: 481.1772 



0.21-0.23 {2H, m), 
0.47-0.49 (2H, m), 
1.02-1,06 (lH.ni), 
1.06 (6H.S), 1.86 
(2H, t), 2.62 
(2H, d), 3.68 
(3H, s), 4.20 
(2H,t),4.32 
(tH,s),4.33 
(2H, s), 7.53-7.57 
(3H,m).7.68 
(1H.S) 
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MS (ES+ve, TOF) 
CCM+H)*) 


'HNMR 
(DMSOd-6)8 


55 


N-{3-[7- 


>-W*fE : 494.1731 


0.19-0.21 (2H,m), 


H o 




O&fJU 494.1725 


0.46-0.48 <2H, m). 


-5- ,i/-4-=Hy-2- 




1.02-1.04 (lH.ni), 




[(3- 




1.80<3H, s), 1.85- 




[2,3-d] t°./9">>3- 
T-&I-TS t-". 




1.89 (2H,m), 
2.63<2H, d), 3.23- 
3.27 (2H,m), 3.69 
(3H, s), 4.09 
(2H, t), 4.34 
(2H, s), 6 34 
(1H, s), 7.57-7.63 
(3H r m), 7.95 
(lH,s) 


56 


7- 


>f'J£^ : 4 « 1-1416 


0.19-0.21 (2H.m), 






*£J$l£ : 481.1409 


0.45-0.47 (2H, m), 




-3-([U] v>4V7>- 




1.04-1.08 (lH,tn), 








2.61 (2H. d),3.67 




yf,U-2-[(3- 

+x; [2.3-d]- 
t cj 9 ^>-4(5H>. 




(3H, d), 3.74-4.25 
(2H, dm), 4.01 
C2H. d), 4.36-4.42 
(2H. d), 4.56 
(1H, t), 4.79-4.99 
(2H. dm), 7.57- 
7.64 (3H,m).7.71- 
7.85 (lH.m) 
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MS CES+ve, TOF) 


l H NMR 






((M+H)*) 


(DMSO d-6) 5 


57 


7- 




0.23-0.27 <2H, m), 




y>)a -7'a£<\sif rt/ 


479.1616 


0.52-0.56 (2H, m), 




-5- -3-(4- 




1.07-1.11 (IH, m), 


9 ^ 






2.09-2.11 (2H,m), 








2.19(3H, s), 2.63 








(2H, d), 2.76 




^ [2,3-d]- 




(2H,t), 3.81 








(3H,s).4.17(2H,t), 








4.22 C2H, s), 7.42- 








7.44 (2H,m) t 7.51- 








7,53 (2H, m) 



hu&v (mlr) <vmm) 

MLR^9 6 -^;v¥Js^ ?~ y ° u - h^-e^^o^o 

Mtt^RPMi 1 6 4 oigm<DM%mmm*-emMvtio &mmmm*z<r> 

#^/iJH:, 10%tMfryf, 2 mM(7)L - Pfr 9 5 J: i^^-v'J y / 7, h 
1/7" h^4"^>^ffi5tb7t*^M^0. 2ml(7)RPMI 164 0^^K2M 

120W5 %cO-m^R^-e^S$-*7t^;$C^, 3 7 t^iM >^r^- > Ltz 
o 3 H - ^ v > ( 0 ~ 5 ,« C i ) ^^^^-h <7)Sl^c?) 6 B^PO K fc> V) ^ 

[0175] 
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HilM 1-57 coUMIk&mrtK ±m<DU^KiS^X 1 x 1 0~ 6 M*Mct) I A 
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